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A r it. mWtM$:mLX : h£^/<yi?>£frlZ-f-7Z isy&jjk-t. 

R 5 it. B&g&^LT^Tfccfc^Ty-^gSfclrt&g&^LT^TfcJ: 
Zit. #£L&V^\ £fcliCH 2 

R 6 tt, tKUM^ tiKD^r^S, Tir^^KS, *^/3K=¥J/;bS, T)in*e 

—hV)vmt.r^it^m^i — 8mco7 r Jizi^rZ/m^:^'t a ) 

VliCH 2 , O, S£feteN-R 4 (^cfi. R 4 l±7Ki?t££te^f?iI£ 1 ~ 1 8i 

(j£tf», Qiico, cs, ch 2 jfciiso 2 £^-r 0 R 9 ii> #c<B5£t?^3*i 
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-NH-NH-R 15 

HtJgt^, BSIS^LTV^fe £^7 8i07;i/^H 
, j^Htlfc 1 ~ 8i©7;i/3^J/S*fcli7J/^aS:^t. R 15 li7KJ$i, 7 

n^*>, j^Higt2~4M(Z>7;i/>r— l ~4 i®7;v* y -;i/3S, 7 
;i/^r;i/^-^r£/T;i/^r;i/3S, 7}i*Ji*3ci/ij)itf—)i^ gaiUT*) «fc v^r ^ y 

Ra, Rb, R c liR — *fcttMfcoT, ^tl^tlTKHtM^ 

R 7 li^;-co-R 9 T*te&v^ 

R 1 it, 
[ft 4] 

or 
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Zli##LfcV^ R 6 tt^Sr^-To ) 

r 3 \*7kmi&3'*t~&fitmwti~4te<n7Ji*)im*B'to 

viiCH 9 , o, s*^tiN-R 4 (r 4 it7km&t=.izi%mmi ~Q(M&b. 



3 



&IiE#2 001-3106275 



#2000—018080 
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N-N N-N N— a o N— A _8 

R 7 tij£-CO-R 9 ^^"To 
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R 12 
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N O N N-R 12 N * r12 



Jim, B^^£^ltvnt& J^7U -;i/££&7^;i^;i/£^t-,, R 12 ii, tK 

Ra, Rb, R c ttVN-rtl^TK^M^-^^^c 
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1- (4 - (2-HKndf£/-3 - (4 - (-TV $ Vy - 2-4 )l) tf^ U VJ 
) -^n tf;i/7f-^r >>) K>y (b) v=yy- 2 --f bfnUi/>, 

4 - (4 - (2-HKD^«>-3 - (4 - (^-74TU>-2->T^) tf^Ui^V 
) -/U ¥)l*3ris) Ky^J (b) 75>- 2 ->r;i/*;i/jK~^/) ^;i^U>\ 
4 - (2-t Fn^pi/-3 - (4 - (-^-7* 2 ->r;b) ^yy;) 

tr^/^-^rS/) -N, N-^^^;b^>y (b) 77>-2-^m5K, 
1- (4- (2 -H Kn^rS/- 3 - (4- (-^ 7 # U > - 2 - A A/) J 

) -fu ¥;i*3ry) <<y\t (b) ^*7x>- 2 ->r;i/#;ptf;— ;v) trnUi?> 

4 - (4 - (2-t KDdfJ/-3- (4 - (^-7*l/>-2->T^/) J 

) tr;i/*dps/) (b) ^-itv^y- 2 --r;i/*;i/^— ^i^io 

> 

4 - (2-t:Kndp2/-3 - (4 - (^-:7# vy- 1 ->f tf^D^V) -fu 
\£JI — N, N-*;^^;i//<>!/ (b) ft7i>-2 -7^;i/^^-^^ K 

4 - (2-fcKD*J/-3- (4 - (^~:7# 2 ->f t°^U£/V) "/D 

fcT;i/ — N, N-J?jlfM>l/ (b) ft7i>-2-M»U* 

4 - (7 - (2-fcKD3fS/-3- (4 - (^7 * U > - 2 - >f ;b) tf^US/V 
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) y°u ¥)i**r 5/) (b) y^y- 2 ->f jiijjitf—ji) ^jiftVy, 

7- (2-tKn^->-3- (4- {-f-y* \yy- 2 --f;i/) ^ijj;;) 

fcr;i/*^rS/) -N, N-i/'^^-;i/^>!/ (b) y^y- 2 -5tj;i/j}?^r-9-$ K, 
4- (2 -n Kn=*S/-3 - (4- (^-7* 2 ->f t°/<U^V) 

fcT -N, N-i/^fjl/-lH-^>F-;i/-2-^jM^n\ 

4 - (2-tKo^i/-3- (4 - (-f-y # uy- 2-4 ji) tf^US/V) :/n 
-n, n fi- i -^^;i/->f > K-;i/- 2 -;&;nK3fiJ- ^ 

h\ 

1- (2- (5-*^;i/-l, 2, 4 -^-^rif^Tl/-;!/- 3 ->r;i/) 

(b) - 3- (4 - 0"7# t/>- 2 --f tr^u 
i/V ) - 2 -^d;w-;1/, 

1- (2- (5-*^;i/-l, 3, 4 -^-dr+^^T!/-;i/- 2 - 4 JV) -Ky-J 

(b) -y-ry- 4 --r;i/p*-^r^) - 3- (4 - (^-7^ u>- 2 ->r;i/) tr^u 
V J) - 2 - ^n;V-^ 

l- (2- (5-hU7Mn^f;i/-i, 3, 4 -:*3fi}-^yy-;b- 2 ->f 
(b) y=ry- 4 ->f ji^-^-y) -3- (4- (t7^i/>-2- 
>f;u) t^y^v) - 2 -^n/w 

1- (2- (5-^^;i/-i, 3, 4 -3f3f-9-s?ri/-;i/- 2 -^f;i/) 
(b) y^y- 7 --f;i/^-^ri/) -3- (4- (■*- 7# u>- 2 ->f;i/) tr^y 
V J) - 2 -^n/W 

1- (2- (5-*^;i/-i, 3, 4-W^7l/-;i/-2--{jl/) — 1H- 
>f y 4 ->f;i/*^rS/) - 3- (4 - (i-y # uy - 2-4>i) fcT^u^ 

7) -2--/n/w-;K 

1- (2- (3-^^;i/-i, 2, 4-t^i?r i /-;i/-5-^;i;-^>i/ ( 

b) 77>- 4 -Jfl/vt*r*/) -3 - (4 - * U > - 2 - >f tf^US^ 

./) - 2 --fun j -;k 

1- (2- (5 -*^;i/3f3f-9-!/-;i/- 2 ->f -/OV (b) 7 - 

Jfryf^i/) - 3- (4- (-*-:7* u>- 2 ->f n°^Ui/V) -2-^nA 
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3- (4- (3, 4-y^nn7i-;b) tf^y^v) - l- (2- (5-*^ 
)i?i-*VJ-)V- 2 ->f ;b) K>y (b) y^y- 4 -^r;i/^-^i/) 

1- (4- (3, 4-i/'?nn7x-iI/) tf/<u^V) -3 - (2 - (5-*^- 
3, 4 -tf^r-tf- 2^7 2 --f;i/) (b) 7 ^ y - 4 --r;i/ 

^-^ri/) -2-7°DAV-;K £J:tf 

3- (4- (3, 4-i/^fJV7i^) tf^'Ji/V) -1- (2- 

3, 4 -it**)rV7 V-ji- 2 ->f;b) K> V ( b ) 7^>-4-^f;i/ 

^-^i/) -2-:/nA7-;i/ 

£ & £ J: £>* £> CD ^KfH^Jo 

$ tl -5 £ J: t>* ^ tl <o <Z) tR fn ^ *> e> & £ g ^ o 

[»*«8] -jK5$ (ID 
[ft 8] 
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[ft 9 3 




R 5 it, e&S£^LT^T4L) J^TU-^atfekm^S^LT^T^J: 
Zti, #££L&^*>\ *feliCH 2 S:^t. 

R 3 ttzK&IK^ j^cJitffci~i 8fi©7^^S*fcliAn^>Satt. v 

liCH 2< O, S£fcliN-R 4 (jfctfi, R 4 l±7!K^*fcl±^3)l» 1 ~ 1 8f©7 
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Ra, Rb, R c te|H|-££te#|&oT, -£ tl ? tlT^mm^. »1~18 

[0 0 0 1 ] 

5 -M KD^rS/ h U :/* ^ > (5-HT) #S^tC#M tSft^ 

>ia (5-ht 1a ) ^ffcicsgflmfcr:^ nmzry^zi 

-X h^tt^^f^^T'feU, fro 5 -HT©Btj&*S:|Ja«"f 
^•TS-5o^©?&a!^{CKt--5 < , (5-HT) 

[0 0 0 2] 
[^5fctf)&ffi] 

- 3- (4 - (3, 4 U>WJ/7x-^) tf^U^V) -2- 

^"n/W -;i/f§#ft (EP 0 7 2 2 9 4 1) , 4 - (4 -7;i/t07x-) - 1 

- ( 6 -**j\,ts J A y#y- i --r;i/^^;b) tr^y t/ym$Hfc (wo 9 5 
/33721) , 3, 6 Kn-N-*^;i/-N- (5 nn- 2 -try 
-4- (1-^-7*1/—^/) -1- (2H) t: y i/ yf unyy ^ >g§ 

mfa (xmn&ms 472966) , 3 - (s-tuvov [t>] ^^-^x> 

-3->r;i/)-5, 6-i;bKn^^^y [2, l-b) f7y-;i/i#ft (W 

O9 7/0 2 2 6 9) , S - (-) -N- (2 - (3 - (2 — tf d U 

i/V) x^;i/> -N- (2-tru^;b) s^n^-tf-^rt^jK^s/r^ Kii## 

(WO9 7/4 0 0 3 8) , (R) - 3 - (N~i/^D^>f ;i/-N-n~7n 
tf;i/T^y) - 8 5 -N - tf-JlllJlA^j }l~ 3, 
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- 2 H - 1 -Ky-J^'yym^ifc (W 096/33710), 3 - (2 - (4 - 

*^)\,\£^Vy- l ->f;i/) /<>i;'jf» -l, 3 - i^ti Kn-r > K-;i/- 

2 -#>ft## (W09 7/3 6 8 6 7) . 1 - (4 --f > FU;Vt^^) - 3 

- (4-tKn^s/-4- (2-t7f^) tr^ys^y] ycwf>- 2 

(W09 7/4 8 6 9 8) & if tffaa <b tlX V^ £ „ 
[0 0 0 3] 

#^Bg 6 2 - 1 1 6 5 5 7-£&$6lCtt, -fen h - >S^#33 £ A * # 
^> M1fM;£&£cD?6^fCMV^;ft£ 2 -t Kn^ri/- 1 - [2- (2->T 

dpy- 4 - t:n u i/— 7i;^r>» - 3- (4 -s^xr.;!/;* m- 

[0 0 0 4] 

Kl/t'J> (NA) fc<fctf 5-fc Kn3rSxNU:/*^> (5-HT) ©»§*«JK 
afc#$c J: o TfNBi" S & © i: ^ tiT 5 „ 

&ts&&&mffmz%m&'3vfiotoxgfc a l^l&t^, -f^^>, -rs> 
^■^^ >^co^^(^me>o^tt, me>o^^^{c3~4iir^fe<2>vNii-etij^_h 

[0 0 0 5] 

t&IWlC, *iiI©iM#M3nT^fc (Journal of Cli 
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nical Psychiatry, Vol. 57;Suppliment 7 
; p p 2 5 - 3 1 ) „ -£0>rfiT*, MMWlzn h-> ( 5 - HT) SKUMPMf 
liH (selective serotonin reuptake inhib 
itor ; SSRI) IC 5 - H T U T y # h©bf> Kn-^/S:ffflt5i: 

, BSj*^»^tt*WtCjg|i$*iSri:^?|^S*lfc (Journal ofC 
linical Psychopharmacology, Vol. 17, No 
. 6, pp. 4 4 6-4 5 0) „ JBWTf © 5 — H TM&mt, SSRIf 

$nn±&£ *jiML&v^\ b-Y\T lk ry^zs~xv^mm-t^nmm\zmiM 

-f -5Zl£#¥tJoT^£ (Neurochemical Resarch, Vo 
1. 2 1, No. 5, 1996, pp. 5 5 7- 5 6 2) t ZL(Dffi&tp, Uo^ 
m<Z>ftm$&%l^mLX B 1 i e r £ d e Mo n t i g n ylCiot r 5-HT 
/LlH'K!ftj #*liHlic$ 4l£ (Trends in Pharmacol ogica 
1 Sciences, 1994, vol. 15, pp. 2 2 0 - 2 2 6) „ 5 

T£i*\ 5t«JS^lCJ:oTttt5«)T5-HT}6fcffiifinS1t, ^ ? o^^^S 
ti-So ^*i£>tf>^£fr<b, SDi?)^^IKWffl5-HTtffi$:{SjitSliii, HP 

[0 0 0 6] 

#U§^cz>Biftte, 5-tKn*i/h'J^dt^> (5-HT) S^frfflt^^ 

ts^ti:, 5 -htc j;oT#/r$tis*5fgWM^oD^m, t^xtiiM 
&&vtmw cocd) , rs-^Htw, tt^s»w, 

iSfltK^, ^M5fm, /MM#«, hU*KtW (PTS 
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fl§F^H, 7>f-fO V^r* y.^T~ (feeding disorders 

mmiz^m &&&& & s r t & a m t l t ^ & „ 

[0 0 0 7] 

[Mi & -r s #> (d ] 

g(t§^^il^^ l J *58iS^)8t5i:Sofc, 

1 . ( 1 ) 

[0 0 0 8] 

Cfb 1 0 3 



[0 0 0 9] 

R 1 ti, tfcfiDjS'e^StiSS&^'to 
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[0010] 
[ft 1 1 J 



HN 




HN 




N— Z— R 2 



or 



N 



N— Z-R 2 




Z-R= 



[001 1 ] 

R 6 te, 7kmm^. tKn^p^S, y-fe#^K«, ^;i/AKdri/;ba, r;bn^r 



R J 



i~i 8M®r;i/dr;i/S^ feli/AO^f > $:^-r e 



VliCH 2 , O, S££teN-R 4 (5£tft % R 4 tt*3g*fcttjK3H« 1 ~ 1 8 

$t l ~4 M<z)y;i^;b;wi/^;i/«£fcte5£- Q - R 9 0 

(5£#, QltCO, CS, CH 2 ttiiS02 Sr^-T. R 9 l±, #C0)^T?^ 



1 3 
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[0 0 12] 
lit 1 2 ] 



D 10 

/ , ^R * 

N 

V R 11 



N O 



r/ \j-R 12 \/\)~~ R 



/^N 

N -yR 12 N R 12 N -pR 

\s=^ \^ 



12 



-NH-NH-R 15 
[0013] 

iitM^\ B&Xfc^LTVMTtj^y U ^aH» 1 ~ 1 8 ffiCDTJl^frm 

;]/*)Vyt**/7Jl*fr&. 7Jl*)]/**S/Jtjj]/tf=.j\,&^ fi& IT =b J: ^7 ^ / 
Ra, Rb, R c — tifcliMfcoT, f*lfn*iSf, J^3H2& 1 ~ 1 8 

-£\ R^ li^-co-R^ t? ^ v > 0 

2. -m^: (i) teaser, #3E^0>j£il##c<z>iiy T-fe-staie 1 iB*<zMb-£ 
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[0014] 
[ftl3] 

or o— • 

[0 0 15] 
• 5 

VttCH r O, S££ttN-R 4 (R 4 Wi^t(i^ii[l~6 0{Si7 

r 7 #c©5£ testis 

[0 0 16] 
[ft 1 4 ] 

N-N N-N N— a 8 , N— a D a 

[0017] 

i~4i®7;^;-ii/i, y;!^;]/*-^ ^y;^;^, r;i/3f;b*-3f £/:&;i/3tf 

T;i/^;i/^-^r£/S, y;i/3r;i^^;£fcte- h 'JMS^t. ) 
r 7 li^-co-R 9 ^^t. 
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[0018] 



>10 



N 



R 12 



.12 



N 



N 



N-R 



12 



[0019] 

jujk^ tiS^tbt^ttj «kv>ru i ~ i sflcr^^^s 

Ra, Rb, R c te^ftl&zKltM^ 
3. (I* ) 

[ft 1 6 ] 




(!') 



[0 0 2 0] 

4. (1) 1- (4 - (2-tKn^FJ/-3 - (4 - O 7 # 1/ > - 2 - -f 
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(2) 4 - (4 - (2-fc:Kndp2/-3 - (4 - 7 # 1/ > - 2 - >f ;b) fcT^ 

(4) 4 - (2-t Kn^ri/-3 - (4 - (t7* l/>-2->f^) t°/<U^V 
) ynfcf;b^-^rS/) — N , N-^*^;i//<>y~ (b) 7^>- 2 -*;i/3Kdp-9"^ 

(12) 1- (4 - (2-fcKCI^S/-3 - (4 - (-^-7^ U>- 2 ->f ;b) t? 

^Ui/V) 7°n dps/) 'Ov* (b) ft7i>-2-^;i/*ji/« t:° 

(13) 4 - (4 - (2-fcKn3fS/-3 - (4 - (-J-7* U>- 2 ->f H" 

^US/V) ^nbr;i/^-^rS/) (b) ft7i>-2-^;i/*;^-;b) *e 

(15) 4 - (2-t FD^i/-3 - (4 - (:h7* L/>- 1 ->f tT-^U^ 
7) 7°n ¥)V7t3ris) -N. N-S/'^^;i/^>V* (b) ft7i>-2-*M 

(17) 4 - (2-tFn^i/-3 - (4 - (i-y#uy-2-4Ji) tf^US/ 
y) zfuvji***/) -n, N-^^i/'Ov* (b) ^7i>-2-*^ 

(20) 4 - (7 - (2-tKn^pJ/-3 - (4 - (t7*U>-2->f^) fcT 

^'jy;) 7"n tr^^-^rS/) /<>v* (b) 75>- 2 ->r;b^;i/^— ^i/jfc 
u 

(21) 7 - (2-tKn^p5/-3 - (4 - (:f-7# 2 --f;i/) tr^us; 
7) 7°n vn,***/) -n, N-^^^;i/^>v* (b) 7^>- 2 -^;i/^^-y- 

(27) 4 - (2-HKn^rS/-3 - (4 - (^7#U>-2->f;i/) H°^U^ 
y) 7*nbf;i/^-^rS/) -n, N-W^-lH->f>K-^-2-A^t 

(30) 4 - (2-HKndp2/-3 - (4 - (t7*l/>-2->f;i/) fcT^US? 
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(3 5) l- (2- (5-*^-;i,-i, 2, 4-t^tyry-;b-3-^;i/) 
-Ky^j (b) y^y- 4 -4 )i**y) -3- (4- (t7 * vy - 2 - >f ;i/ 
) tf^y^V) 

(37) l- (2- (5-^^;i/-i, 3, 4-**cWry-n/-2-4 fr) 
(b) y^y-4 ->f ;u#3f */) -3- (4- (t7^ L/>- 2 - >f ;i/ 
) ^yy;) - 2-yn;v-^/, 

(3 8) 1- (2- (5-hU7il/tD^f^-l, 3, 4 - Jt^WT S J - )V 
-Ky-J (b) y^y- 4 ->f ;i/;T3f */) -3- (4- ("^-7*1/ 

y-z->(ji) tf/^u>/V) - 2 -^"n/w 

(3 9) 1- (2- (5-*^;i/-l, 3, 4 -a-3f-9-$?"7l/-;i/- 2 ->r;w 
(b) y^y- 7 ->r ;b -3- (4- (^7* u>- 2 ->r;b 

) tf/^uS/V) -2-^n;V-;b, 

(4 2) 1- (2- (5-*^;i/-l, 3, 4-my7l/-^-2->f^ 

-1 H-^>K-;i/-4->f;i/t^i/) -3- (4- (-J-?* U>- 2 ->f Jl) 

(44) 1- (2- (3-*^;i/-l, 2, 4 -^-dr^-^T 5 --r;i/~ 

'Oy (b) y^y- 4 -4 JV^-^-i/) -3- (4- (^# uy- 2 --f;i/) 

(4 8) 1 - (2 - ( 5 -*^;i/rt-3f -9- !/-;!/- 2 --Y71/) - K> V (b) 
>- 7 --f;i/^i-^ri/) - 3- (4- (±y$ vy- 2 --r;i/) tf^y^v) -2 

(81) 3 - (4 - (3, 4-^?nn7i-;b) tr^y^y) -1- (2- ( 

5 2 ->r;i/) (b) 75>-4->f^*^i/) - 

(88) 1- (4 - (3, 4-^DD7i-^ tf^y^V) - 3- (2- ( 

5-*^;i/-i, 3, 4 2 --f (b) y^y- 

(9 3) 3- (4- (3, 4-J/^fjV7x^) H^'J^V) -1- (2- ( 
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5 1 , 3, 4 2 ->f;i/) V (b) l^y- 
4 -4 )l**ris) -2-^nAV-;i/ 

^ ^ ti & its ta i SB*tfMt iet%, -e <d £fctet<D mm±g?^ 2 ti z> 

[0 0 2 1 ] 

ti <i <z> tKMj £ ig#i $ ti *a ? o f£JB £ ^ iT s f fc^fc £ W ic fF^ L 3 £ 
8. -«5£ (ID 

[0 0 2 2] 




[0 0 2 3] 



ffil#2 001-3106275 



#2000—018080 



[0 0 2 4] 
[ftl8] 




[0 0 2 5] 

m, nil ftlftliiJCO, l^fe(i2$:^i- 0 

R 2 it. g^£^LTV^t)^T U -;b^££l«#!8£^LTV^t)<fc 

r 3 ti^cjgM^ j^ffci-i 8 fl©r;i/^r;i/S*fctt^ fe^-r. 

ViiCH 2> O, StfcteN-R 4 (^tfi, R 4 &;KfK*fcti:£t3li» 1 - 1 8 

Ra, Rb, r c izm-zf-izmte^x. tn^ti7^mm^. mmwu-is 
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[0 0 2 6] 

±m-m^: (i) &c£tf£#^c£j|#W;m<A® t>T-&£, 

[0 0 2 7] 

R 2 , R 5 , R 10 , R 11 , R 12 &c£tt£fi&S£^LTVN-Ct; < =J^y V - }l H 

, 2 , 4-^nn-3-7Mn7x-jb. 3-?nn-4-MJ 
7'J;k fcru«s;-;i/ % >f > K-;b- 2 --r;b. [b] ?-*7 

i>-2--f;i/, Cb] 77>-2-^JK 3, 4 - t^l/yi/Ttlrisy 

) , j^^^i ~4M®r;i/^;i/ x?-;k 7°ntf;K >ry^"ntr;i/, -f 

7"h*is, s<>^Jl**cZs. s\*S/J\/***/. s\7°?-}l*3ri/. *?^)l**ri/ 

, tKn^s/, -hn, i/ry, rs/, Mi~4i0 ; t;ifctti; 
, mm&2~6m<DTfr*-n' (x?-x;i,, 1 -^ntfx;!,, 2-7"at' 

, 7i-;W ^aiy^ri/, C1~C4 7A^1/"S 

(o) t 7i-;i/-s (o) t- (ttto, 1 £7cii2 £^1- D ) , #;wt 
n, n - ^r^^f^^wt^ ;i/ (n, n - m/jjiirt^J n 
, N - i;x^;i/^;i/A^^;i/, n, N - 2/^d t?;i/#;w^^f;i/& if) ^?>Iif 

n« 1 ~3i^t„ 
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[0 0 2 8] 

X, R 6 , R 12 , Ra, Rb, R c \Z&tf &i%mWL I ~ 8 fg<£> T)l^*c 

it. *b*is. xh^rj/, ^n^^fy. >rv:/n zfb*i/. <4v7V* 

r 3 , Ra, Rb, Rct;^^^An>f>i:n yvm. i&m. 3<ymz 

R 3 , R 4 , R 10 , R 11 , R 12 , Ra, Rb, R c IC^WS^^ISt 1 ~ 1 8 

$3I^'fji/, /\^ri/;b, /\>^;i/, * ^i/JV. ^ 

R 8 , R 15 {c^£j^ffc i~4M<z>r;i/3f;i/S£:ii, *^;k x^;u, 
tr;i/, >r v-^n tf;i/, zf+jv* ^fv^'f jk f£3 m^^&^^-r, 

R 7 , R 12 , Ra, Rb, Rci:feW57J/^/Si:li, 7i2^;b, •/□h't- 

1 -7 x— ;i/x^;i/, 1, i-i?^^-2-7ii^xf;b, 3-7xi 
;^DfjK 2-7ix;i/7°nt°;k i-7ii^n^, 4-:7xx;i,^- 
3-7ii/i7'f;!/, 2-71-^7*^, i - "7 x — jv-fmte E £^ L 

, l ~4m(DT)l*)l x^;u, 7°n^;i/, ^V7°n 

tr;b, ^fv^f^ 3£3M^;i,&£0 , mmm. 1 ~ 8f@©r;i/n^i/ 
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2, 2, 2 - h y 7^/^-Dx^;i/«:if h'J^nn^f;k hVyjv 



R 



2~4i®7M-;i/ii:ii i-^n^— ru;i/, 1 - y'^r—Ji 

^htt, *h^>*^;i/. x h ;w ^"ntf;i/>r^r^^^;u, ^h^S/x 

;i^x;i/&££^-r. «&l/T : fc<fcv*7^ 7 ^ y , *^;U7^y, 5? 
y^;i/7^y, x^;i/T^y, *?x-^;i/7^ y J&if&^-T. Ti//l&M*. 7-fe 

t±, *h*S/, Xh^ri/, 7* >f V 7* n Jj< 3f */ , T^l/***/, h'j7 

^tn^ h^J/, 2, 2, 2- h U ^l/tfD* h^rS/fciffea^. T;i/^r;b^^- 

mmt, urn/**. x^;i/^?r, ^n^ft, >r y^n tf;i/^^-, 

[0 0 2 9] 

-?-. Bftatig^ esjtig^-^ 6 otitis 1 ~3m<n^um^*^z>-oz> 5~6i 
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5*f>* i, 2, 4 -y*r*y-vr l, 3, 4 —**rW7 1, 

2, 4 — ^7 V 7 *J — )\> * 1, 3, 4-^7^7^-;!/, tfUi/>, fcf>J*^> 

m2ti&£&mfbtiz> B z.tit>(Dmmm£.LTiz. mmm^mLx^^^rv 

, i ~i8<H<z>r;i/3f;i/ (i&taiiM) > Sc§n» i ~2«(dad 
$*>-ffcr;i/*;i/ (tuia^i^) , mmm i ~ 8|@(Z)7;i/3^i/ (ffffa^iwi^) . 

AD^> C^VlH, Sag, Jlii, H?38) . 2 ~ 4 fgCD7;i/>T-;bS (bf 

j& if) . Mi-4i©7;i/*;-;i/l (t: Kn3rS/*?-;b, i-tFn^i/ 

;i/T^/, i/^f;i/7^ / , xf;i/7^;, *;x^;i/7 ^ J fc*f) . 7i/jvm ( 
iif^fi/ji/S, r;i/^;i/^dr^* (j*h3f*/\ xh^s/, ^ntf**/, >ry^njK 

3fS/, y^;i/^"^^> h'j7MD^h^^ 2, 2, 2-h'j7MO^h^ 
S/J&if) , 7fr*Jl^*& (*^;i^2f\ x^;i/^2f\ zfuMfr**. ^V7"D 

2 w v^p-y- 1, 2-^>v*^yf7!/-;K ^>x-f^#*yy 

2 ->f ivm? £ Lv*„ 34x^>©fiSISil LTtt, ad^> (7yi 
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y;i*u*mte}f) . fitmm l ~4 mv>7)iir)i ^ntf;i/ 

is, 7t>7?-)\s7t*ist£E) , tKn^i/, -hn, i/7A 7S7fc£#-£**i 

XUhXit. ^K^M^ fcKn^'X *h3f$/, xh**/, ^ V^U^^ris, 
[0 0 3 0] 

i S/;i/bi°^ u 4 --r;i/T^ J , 
>f >- 2 ->f ;i/7 ^ J. 

4-t:Kn^ri/-4 - (4-^D7iUl) f^'Ji/V, 

4-tFn^i/-4 - (2-^-7^;i/) ^ijj;;, 

4-fclKn^2/-4- [b] ft7x>-2-^^) tf/<U^>-l- 







4 




4 


- (4 




4 


- (4 




4 


- (4 




4 


- 7 X. 


— ^/tr /*y s?y , 


4 


- (4 




4 


- (4 


- ? n n 7 x y *; / , 


4 


- (4 




4 


- (4 


-^h^ri/7i-;i/) n°^Ui/V, 


4 


- (4 




4 


- (4 




4 


- (3 
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4 - 
4 - 
4 - 
4 - 
4 - 
4 - 
[0 0 
4 - 
4 - 
4 - 
4 - 
4 - 
4 - 
4 - 
4 - 
4 - 
4 - 
4 - 
4 - 
4 - 
4 - 
4 - 
4 - 
4 - 
4 - 
4 - 
4 - 
4 - 
4 - 



3-h'j7Mn^f;i/7i-;b) fc°^y^v, 

3 1] 

2-^DD7i-Jl/) tf^'Ji/A 
2-7'n ; E7x-^) tf/^Ui/V, 

2-^f;i/7iz;i/) tf^Ui/V, 
2-^b^ri/7i^;i/) tf^U^V, 

3 , 4-i/^nn7i-;b) U S^V , 
3, 4-^f^7i3) ^'Ji?;, 
3, 4 - i/* h^pi/ >^x^;i/) f^y^/V, 

3, 4 - *?-lsyi/*3rZ/7 — hT* U , 
2, 3-J/"^h^^7i^) tT^Ui/V, 
2, 3 -is*^)l7 tf/^Ui/V, 

2, 3-i/^Dn7x-;i/) tf^y^V> 

3 , 5 - h 3f $/ "7 x -Jl) U ^ / , 

3, 5 -^f^/7i-^) ti°^y VJ. 

3, 5-j;^no7i-;i/) tf^y^v, 

2, 6-j;^b^i/7i-;i/) f^yi/V, 

3, 4, 5- h U ^ hdP5/7jc — ^'J^A 

-^-^^ u>- 2 -^f;i/) n°/^yi/V. 

6 - * h 3r i/± 7 $ v y - 2 - 4 )v) ¥K y V J , 

'OV [b] ft7i>-2-^;b) t°^yi/V, 

[b] ^^>-2--r;i/) bf^yi/V, 
-r > F-;i/- 2 --f fcr^us;^. 



2 6 
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4- (4 -y;]/* a -3, 6 - v \l Kn - 2 h- try l ->f ;i/ 

4 - (4-^nD^>^) - 3 , 6 — H K □ — 2 H — t° U > — 1 — f Jl. 

4- (4 -3, 6 -y'n Kn - 2 H- try l ->f;i/, 

4 - 7 x — ;b - 3 , 6 - i/' h: K n - 2 H - tf U ^' > - l - 

4 - (4-7;i/tn7x — - 3 , 6 - v n K n - 2 h - tr y y y - l - >f )i 

[0 0 3 2] 

4 - (4-^nn7i^ji/) - 3 , 6 — £/ 1: Kn — 2H — tfUi/> — l — >f 
4- (4-7*n : E7i-;b) -3, 6 - £/ n K n - 2 h - tr y 2? > - i - >f 

4 - (4-*h3f;i/7x —JV) - 3 , 6 — H K n — 2 H — tf U i/ > — 1 — 4 )V 

4- (4-^f^7t3) -3, 6 Kn- 2 h- tru i ->r;i/, 
4 - (4-hu n *?-jiyx. — ;b) - 3 , 6 - *; t K n - 2 h - n° y 2; y 

- 1 - >f ;k 

4- (3 n n^x— -3, 6 -i/t Kn- 2 H-t°y 1 ->f;i/, 
4- (3 - ^;upt-n -3, 6 -*?t: Kn- 2 H-try 1 

4- (3-h'j7;i/to^f;i/7i-;i/) -3, 6 -vk. Kn- 2 h- tf y 

- 1 - >r ;b, 

4- (3-^0^71-^) -3, 6-i/t Kn-2H-tf'Ji/>-i-^;k 
4- (3->ih^i/7i-^) -3, 6-s?t: Kn-2H-try 1 

4- (3-^f;i/7i-;i/) -3, 6 - t/t Kn - 2 H-try 1 ->r ;w 

4 - - 3 , 6 - V M K □ - 2 H - H° V y' > - 1 - >f ;i/ 

4 - (2-^nn7i-^) - 3 , 6-i/"t:Kn-2H-tf'jy>-i-^;k 

4- (2 -7'D ; E7i-^) -3, 6 - y' \L K n - 2 H - If V y' > ~ 1 - >f 

4- (2 -3, 6 -yt Kn- 2 H-t°y i --r;i/> 
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4- (2- * b*i/7 *=./i) -3, 6-s?fc Kn- 2 H-try 1 ->Ol/ 

4- (3, 4-i/'^nn7x-;b) -3, 6 -vm Kn- 2 h- try Vy- l - 
-OK 

4- (3, 4-i/^f;i/7x-;i/) -3, 6-t?t: Kn-2 H-tfU l - 

[0 0 3 3] 

4- (3, 4 h^ri/^zc -3, 6 - V \L K O - 2 H - H° U V > - 1 

4- (3, 4 l/y*?**i/y -3, 6 -i/t: Kn- 2 H-hf'J 

> - l - A ;k 

4- (2, b^i/7x-;b) -3, 6 -v\l Kn- 2 H-tT y 1 

4- (2, 3-^^71-^/) -3, 6 -V\L Kn- 2 H - fcT U Vy- 1 - 

-ok 

4 - ( 2 , 3-i/7nn7i^;i/) - 3 , 6 - v \l K n - 2 h - n° y V y - 1 - 
-OK 

4- (3, 5 h^ri/ :7i— -3, 6 - Kn - 2 H - tr y - 1 

--OK 

4- (3, 5 -t/^^-jvy -3, 6 Kn- 2 H-tru 1 - 

-ok 

4- (3, 5-^DD7i^) -3, 6 - i/H Kn - 2 H- tf U 1 - 

-ok 

4- (2, 6 - i/* h *cZ/7x. -3, 6 -VM Kn- 2 H- tf U 1 

--ok 

4 - ( 3 , 4 , 5 - h U * K 3r 2/ 7 x — - 3 , 6 — 1: KD - 2 H-tf'J 

> - i - -f ;k 

4 - (t7^l/>-l-^;i/) - 3 , 6 - £/ 1: K o - 2 H - tr U 2/ > - 1 - -f ;b 
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4 - O 7 * u y - 2 - >r ;v) -3, 6 - V \l K n - 2 h - tr U V 'y - l - 4 ;i/ 

4 - ( 6 - * h 3r 7 # 1/ > - 2 - ;b) - 3, 6-S?fcKn-2H-fcfy^ 

>- 1 ->r;i/, 

4- [b] ft7i>-2-^JI/) -3, 6-i/'t Fn-2H-t"U^' 

> - i - 4 ;k 

4- [b] -7^y-2-^Jl) -3, 6 -S^t: Kn - 2 H-tfU 

i ->f ;k 

4- (-r > K-;i/- 2 ->f ;W -3, 6 -v\l Kn - 2 h- tr <j i --r;i/ 

[0 0 3 4] 
R 1 £ LTli 
4- 7# 1 -^f;i/) H°^U^V. 

4 - (±7% uy- 2--r ^'Ji/A 

4 - (f-:7#i>>-i-^;i/) - 3, 6-ytKn-2H-tf'j^>-i->f;i/ 
4 - (±-7* \yy- 2-4 JV) - 3, 6-*;t:Kn-2H-kf'Jj;>-l-'f^ 

[0 0 3 5] 
[f b 1 9 ] 

N— N N— N N — i » N — ;\ , 

£K= O-* ^x* <lx r 

o R s n o s 

_hlB^:^> R 9 ^©^7?*34iSS?:^"r o 
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[0 0 3 6] 
[ft 2 0 ] 



N 



.10 



R 12 



>12 



/ — \ 

N O 



N 



N-R 



12 



/ 



N 




>12 



[0 0 3 7] 

Ra, Rb, R c £. L T li^-hfC 0 ~ 3 L T *j J; <, 7KHiM^\ 

[0 0 3 8 ] 



3 0 
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[0 0 3 9] 

^ m. mm. v>m. mm**?) tfrizmmm mm. -?u mwrn. 

*y*;vfcym. s<y-&yxjifcym. p - hjv^y^jv^ym. *>7r-^ 

[0 0 4 0] 

(i) (Dfc&yji8&&-m3& (i) ic-g-*ns*»w^^ 3& e>o^tc 
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fc £ it £ # SB # ti # t c ^ $ & v n pg y M f h t m m x & s . 

[0 0 4 1 ] 
[fb 2 2 ] 



A 



B 



C 
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[0 0 4 2 ] 
[ft 2 3 J 



o o 

5 




( I, X=0H) 



[0 0 4 3] 

7x;-;H^ (D l &icJMS£^£ 2, 3 -xzf<3r y?u rty 

M (2) £<DfcfoKm<. H-R 1 t.(DfcjZslZ£Z>Jjm Uxfcl&A) , H-R 1 

lfitcffiUKSSr^rs 2, 3-i^i/^n^>S (2) £(DKfoizm<. 
7x;-;« (l) i:tf)j5j£;ic (MJS^B) , 7jLj-frmm» ( 

i) i, 3 -mztimmzft-D 2 -yn/w ym (5) h- 

R 1 fc0>jRj£&fTW (7) $:il5T:-r€>^^ (>SJ^^:C) , H- 

r 1 in, 3 -mz^mm^w-D 2 ym (5) t<Djxfo(D%k. 

5£D) % 7xy-;bf|## (1) £ 3 -y 'Jj^nv^ Ktf>«fce>lc, 3£rjc]3« 
£&#ory;Wb^& O) tofci&T'm ^tiz&f&ya (1 0) ©x^s/fi:* 



3 3 
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-JK^: (I) ©tt^4fc&^J*"f &fc#>©;£&sl±, £4x*>lc|8j£3*i5 

#tC, (I) (Dit&Ql (X = OH) it. tib^/S^f, G 

, H, I, J, K, L0)J:3lCL'r^/£'r5£i:#Tg5. 
[0 0 4 4] 
[ft24] 




(l,X=OH) 



h H-R- + A /x« r7 ^ Rl -Nr/ 




{ I, X=OH) 



[0 0 4 5] 



3 4 
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Ut2 5] 



Ra. 




Rc 



y^-o 



+ 
Rl 



R*-COOH 
11 



OH 



( I, X=OH) 
resolution 



Ra, 




y^o* — x Ri 

Rc OCOR* 
12 



-W^R' 



Ra 




Rc o 
Z 



asymmetric reduction 



Rc' 



y^o' 

12 



3 

OCOR* 



.w^ R 



Ra 



Rb-{7 




y^-o 



Rl 



Rc OH 
( I, X=OH) 

>7 



-W^-R' 



Ra 




y^o- 

Rc OH 
( I. X*OH) 



Rl 



W^R' 



Ra 



Rb-{r 




Rc 



y^o 



OH 



( I, X=OH) 



Ra 



Rc OH 
( I, X-=OH) 



'Rl 



Rl 



R*-COOH 
11 



RCOOH 
13 



crystallyzation 



V 

Ra 
Rb — 

y^o 

Rc 




'Rl 



OH 
( 1, X=OH) 



Ra 




Rc 



rV 



y^>o 



Rl 
OCOR 



14 



/S*' R' 



enzyme 



Ra. 



Rb-jr 




Rc 



y^o" 



Ra 



Rl 



Rb^r 




OH 



Rc 



( I, X=OH) 



14 



R 3 

OCOR 



[0 0 4 6] 



3 5 
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im^mm*m 2, 3 -^Tn^iyfuAymm^ (2) tv>K 

fo(D&. H-R^HfS ifefo^G) , H-R 1 ft^M^ 1 & 
&CjMX£*t-£2, 3 -ni^dri/yn/\°>s|#^ (2) h£>Mi£tf)^> 7i7 
-;i,0f#ft; (l) (MJSiSH) , ^ (I) -e^StiS^-fe^M 

&m*. yt¥t£&&ufrtf>m an ^ms^s-e:, yfc^tt&^x^i/ a 2 

ISftt (7) ^;i/&U#> Fzm^Ttt&rt-t&jim Uxfo^J) , 3£ ( 
I) ^Sn57t^I^fti:, ft^fS-Kfc^l/Jtf^lft (11) 

X^*il?t^5^ (I) (Dfc&mi*. TSB^fS^M, N(0«fce>lC<&J6£ 
[0 0 4 7] 



3 6 
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[ft2 6] 




Rc 



( I , X=H) 

[0 0 4 8] 

Ufa (15) £©iK/£tC«fc*;cfi|a# (16) i©^^ (16) i:H 

0 -R 1 ££B8M(2#£T$il|-£l±S7ji£ (,5£e^M) ^, H-R 1 1, 3 

&«gts&£v^«^S£^o:/n/\°>ii#tt ( l 5) 2i<z>MJcSfc j: y c^fSffr 
(17) &^/#U (17) i:7x;-il/» (l) iiSrflttgftm© 

[0 0 4 9] 
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lit 2 7 ] 




W^R 7 



R 13 -A 



OH 
( I, X=OH) 




OR" 
( I , X=alkyl) 



[0 0 5 0] 

m-^R 13 \t7)v^jvm^^k-t a x = OH"z?S>s-JH^: (i) ©MffltKn 

1 8) fr«bft#1-£^h#T'££o 
[ft 2 8 3 




( I ,Q=CH2) 

[0 0 5 1 ] 

3 8 2001-3106275 



#2000—018080 



(CJ:»J, K^s- (Q = CO) ^(StSit^t*. 2<^{C, rtiSr387CiR 

fti:#tii:tc «fc y, r^yft (q = ch 2 ) Sr^tsifc^tts (>K£S^ 
P) . ffl^sr KfbSdi: LTtt, s^^n^**/;!/*;^^ s K (Dec) 
, Vy J U >g?^x^-;K i/'7i-;b'J >i7i/K (DP PA) , 1, 1* -ij 
;i/7^-;i/^^- 1 H->f 3 #V-;i/ (CD I ) , 1 -x^;b- 3 - (3 -V** 
;iy * ; -7u¥;v) infr-ftVJ 5 K&lftiS (wsc) fciftf&tf 

[0 0 5 2] 

^fS^A, B, D, E, G, H, M, N TffigM $ *lS 7 a: 7 -;i/Bt#ffc (1) 
<7)f*K R 7 #3; : -Q-R 9 T^£*l<Mb^&i, TIEjRJSsSQ, S(£>J:e> 

;w b'j^f;i/i/u;K y-fe^-;i/, ^>*/>f 

[0 0 5 3] 
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[11:2 9] 




[0 0 5 4] 

y^j-jvmmfa (l, q = co) J*, iuitfymmmtk a 9) k.. f 

So r ^ Fft£U£ Lti±, yj/^n^j/^^dfj;>f 5 k (dcc) , vr j 
v yMis^iv, , y7i-A/'j y&TV F (dp pa) , i, i' -tuvtf— 

il/^-lH-^^y-^ (CD I) , l-x^-;i/-3- (3-^"^^-;i/T^ 

y^ntr;iy) #;i/3tf*MS F±ft^±& (wsc) fc£T#&tfe>*i5 (SiS^Q) . 

7 ^7 -;i,g§##; ( 1 , Q = CH 2 ) ii, (2 0) ZMkMIZJ: »J3S7t: 

, Q=SQ 2 ) (1 XJlfcyM? D U Fflagft ( 2 2) fCH- R 9 &flBBft8fl&M 
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a 

SIS^A, B, D, E, F, G, H, I, J , K, L, M, 0"C&M3*l 

/ (1) CDf*K R 7 ^fi^Ut^r^ LT & =fc *<^W.MMT*& Zlk'n 

[0 0 5 5] 
U t 3 0 ] 




[0 0 5 6] 
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(2 4) £HB>!K8!Uc «k U^tt fe&VMiT!/^^ h'J7 

BttTMPJ^LTJi, ^U'J>i!, S^tU>, Ht&ffcU>, ***/&4tV> 

T*JVj3)hT$*cisV-V (DEAD), yjy?U\Z)\*TWi3)\*i£*ri/\/-h 
(DIAD) fciftf&tffcJlS. 

&£S5£ucDj:e>& i , 2, 4 -;f ^s/-yy-;i/fi#£M^ *;b>K>Sftfi#^ 

(19) ttKD^W^;^ (26) £T ^ RtM£fflVMf«^£iJ:, ffc^» ( 

2 9) hHKndri/;i/75>?:ffi^$itft^t (3 0) fcLfclfe, HMttzMfc ( 3 
[0 0 5 7] 



4 2 



ftfiE#2 001-3106275 




[0 0 5 8] 

jR/S5£w<z>j:e>fc i, 3, 4 -T-ri/T^-jimmmz, tF7!/>ft (33 
) zmikM"ZTytyi£L. it&m (34) ffc-&& (35) fcinaMR-fb 

3l3rffii«»-t<5ii:ic «fc fiftfb&IilLTtt, D-V>i*I£, Hfltfb 

n u yt&EtflbVf ibtiz> a JxJZi£X(Dmte?-7*J-Jimmmz. it&M (3 7) 
fc^a-y^ Kfb-&4& (38) ^mss^u njiftitsiiiick'j^tss. 

[0 0 5 9] 
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[0 0 6 0] 

fcifc^Y(DJ: oteJ V^-VJ-Jimmmt. t: Kn3fW (40) 
3£&C£ 'J^f t5o rn.7KMt.LX it. jtfUU^gft. M-ffcU>, HJfeffcU> 

(4 3) &#8^2-ttfl;^» (45) £Lfe&, Bf^MSUO &JBv>in3& 

[0 0 6 1 ] 

±ia©<fc^tcLTwe>tis-jR^; (i) tfMtitr#H±, 5 -ht 1a s^«;icml 
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ttmmtum. &&&mw cocd) , *±#^£» 

mB'&mmmm. /j^#g&&. h 

s (ptsd) , ^m&. Kmm. y;i/y/w^-^ ntnww. « 

ifilffi^ ^ 111 WW, "7^ yy^-f 7** — # — (feeding diso 

r d e r s) , Jf&finE^ (PMS) , ttSUffiMSfc «fc tfffi WMf, 

. 0 1~1 OOmg/kg, #f$.L<i$0. l~lmg/kgt^'J, 
tf>4§-£lC&0. 5-lOmg/kg, ^H<ttl~5mg/kg^5. 

[0 0 6 2] 

sie)oc7)g^T% m-<DmmMHLx. tLtcizmatemm 

A^^^ifW^iMti: LT^A^tiSo 2--yhS^iS)t'J, ifcj 1 ~ 5 0 
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<fc e>3&, #MSPK#JBlcM^T4j&^. 

[0 0 6 3] 

[§£«![] 

[0 0 6 4] 

M^fi^cM l 

(s) - l- (4 -jnj ->^;b^-dp->^>y (b) y^y- 2 -^f;i/^;u^-;i/ 
) tf n u ^ > 

(S) - l- (4-tKn^rM>!/ (b) y^y- 2 ->r;i/*;i/^n;i/) tr 
n'J*;>l. 3g0DMFM3OmliC»'J-?A2. 2g&J;t>*(S)- 

1 H-NMR(CD 3 C1) 8:1. 93 (penth, J = 6. 4, 2H) , 
2. 00 (penth. J = 6. 4, 2H) , 2. 79 (dd, J = 4. 9, 2 

. 9, 1H) , 2. 93 (t, J=4. 9, 1 H) , 3. 3 8 - 3. 4 3 (nu 
1H) , 3. 69 (t, J = 6. 8, 2H) , 3. 92 (t, J = 6. 8, 2H 

), 4. 08 (dd, J = ll. 2, 5. 8, 1 H) , 4. 36 (dd, J = l 
1. 2, 3. 0, 1H) , 6. 00 (d, 8. 3, 1 H) , 7. 15 (d, J = 
8. 3, 1H) , 7. 28 (t, J = 8. 3, 1 H) , 7. 47 (s, 1 H) 
[0 0 6 5] 

Ktt&f&m 2 

(s) -4- (4 - 7 V i/isji*3ri/s<yV (b) y^y- 2 ->f ;i 
) u y 



4 6 
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TK^fb^hU^AO. 5 2g(DDMF^Ii3 0mnc^fi°C4°Cf 4 - ( 
4-tFn*i/^>!/ (b) )V) ^l^U ><Z)DMF?§?&?&3 0 

ml5:10»lttlTL. 3 0«#lt„ ^ftlC (S) -^'U^>^;i/y 
5/U-h3. 4gfflDMFMl0ml?:M3 0MjfU zK#lCt£^£ 

1 H-NMR(CD 3 C1) 6: 2. 81 (dd« J = 4. 9, 2. 4, 1H 

) , 2. 96 (t, J = 4. 9, 1H) , 3. 4 2 - 3. 4 4 (m, 1 H) , 3 

. 7 8 -4. 0 7 (m, 8H) , 4. 09 (dd, J=10. 8, 5. 9, 1H 
) , 4. 40 (dd, J = 10. 8, 3. 0, 1 H) , 6. 69 (d, J = 8. 

3, 1H) . 7. 16 (d, 8. 3, 1H) . 7. 32 (t, J = 8. 3, 1H 
) , 7. 4 4 ( s , 1 H) 

[0 0 6 6] 

(s) (b) 77>-2-jj;i/^>i^f 

4-tFn^ri/^>y (b) v"yy- 2 -^r;i/3^>i?^^;i/xx-T-;i/3 . 6g 

ON, N-^f^Mr$K ( DM F ) !§S60ml(C (S) -£*D5>^;i/ 

o 

^-NMR (CD 3 CI) 6 : 2. 82 (dd, J=4. 9, 3. 0, 1H 
) , 2. 96 ( t , J = 4 . 9, 1H) , 3. 41-3. 45 (m, 1 H) , 3 
. 97 (s, 3H) . 4. 09 (dd, J = 10. 8, 5. 9, 1 H) , 4. 4 
0 (dd, J=10. 8, 3. 0, 1 H) , 6. 69 (d, J = 8. 3, 1 H) 
, 7. 22 (d, J = 8. 3, 1 H) , 7. 36 (t, J = 8. 3, 1 H) , 7 
. 6 8 ( s , 1 H) 
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[0 0 6 7] 

4- (8 hfr*/- 2 H-^n* y- 3 ->f ^;i/frU> 

8 h3fS/-2H-^a*>-3 -*^/j}Ogftl 0. 0 g0DMFM2 0 
0mn;h'JifJl/7^8. 6mlfeJ:tfi/7; 'J>^i/Xf;H 0. 0ml 

1 H-NMR(CDC1 3 ) 6: 3. 69-3. 78 (nu 8H) , 4. 94 
(s, 2H) , 6. 60 (s, 1H) , 6. 71 (d, J = 5. 2, 1 H) 6. 
8 7 - 6. 9 0 (m, 2 H) 
[0 0 6 8] 

4- (8-bKp»s/-2H-jyq^>-3->f^^-;i/) ^;i/>ftu> 

4- (8 h^pS/- 2 H-^n* > - 3 - >f - ;b) ^ ;i, jfc U > 3 . 

5 g©£ft::*^ U>jg?R7 OmllC-7 8TCT'^ft*Oi9. 5 g £?$TL£: 

! H-NMR (CDC1 3 ) S: 3'. 69-3. 73 (brs, 8 H) , 4. 
95 (s, 2H), 5. 83 (brs, 1H) , 6. 61 (s, 1 H) , 6. 6 
5 (d, J = 7. 3, 1 H) 6. 83 (t, J = 7. 3, 1H) , 7. 89 ( d 
, J = 7. 3, 1 H) 

[0 0 6 9] 

(S) -4- (8-^US/^;i/:fr^>-2H-»Dj*>-3->f;bft;i/>fi— 

4- ( 8 - \l Kd 2 h- ? a ^ y- 3 ->r;i/5tj;i/jj<— ^;i/;fty>3 
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. 3g^'J-?A3. 5 gfcj:tf (S) -^U 2/2;;W S/U- h 3. 3g&ffl 

*H — NMR (CDC lg ) 8:2. 7 4 (dd, J = 4. 9, 2. 4, 1H 
), 2. 91 (t, J = 4. 9, 1 H) 3. 3 7 - 3. 3 9 (m, 1 H) . 3. 
6 9 - 3. 7 3 (brs, 8H) , 4. 03 (dd, J = ll. 7, 5. 8, 1 
H) , 4. 11-4. 13 (m, 1H) , 4. 28 (dd, J=l 1. 7, 3. 
4, 1 H) , 4. 94 (s, 2H) 6. 60 (s, 1 H) , 6. 75 (d, J = 
7. 3, 1H) . 6. 87 (t, J = 7. 3, 1 H) , 6. 91 (d, J = 7. 
3, 1 H) 

[0 0 7 0] 
J§m-£f£M 7 

8-^h3p->-N, N-y^fjl/-2H-j>n^>-3 - :ft ;i/ <K 3r •» 5 K 

8 h^rS/- 2 H-^n^>-3 -*;i/}J<>|ft8. Og, h'Jl^7*> 

14. Omlj3J:0>>7>"J>ii/'xf;i/8. 2 m 1 ^M^M 4 h 
<DfcfoWift1tftt>Z.£iZ£Vmmit&M3. 2 g?:MMiilLt§fe 0 

1 H-NMR(CDC1 3 ) 6: 3. 83 (s, 6 H) , 4. 84 (s, 2 
H) , 6. 45 (d, J = 8. 3, 1 H) , 6. 50 (d, J = 8. 3, 1 H) 
„ 6. 99 (s, 1H) , 7. 13 (t, J = 8. 3, 2 H) 

[0 0 7 1 ] 

(S) - 8 -yj */i?J\,yt**/-N, N-^7f;i/-2H-^D^>-3-j] 
8 h*S/-N, N-^*^;i/- 2H-?n*>-3 -#;i/#"3rit^ K3. 

2 g fe.fct>*^>fb^^^i i. o gzm^mw&i&ms tm&a&fc&kftzft^ 

Z HIZ & V m&mftQO 3 . Og^ifc. r©»fe*^ft©DMF»j|f[ 5 0 m 1 JC 
M'JfA3. 8gfcJ:^ (S) -^'Ji/i/';i/;i/U-h3. 8 g £#|J;L, ^ 
iSi:tlOiril#U *^c&v^ 0 »Sfcx^;wcTftfffilfe, 
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gStftigifcLt^fe. KL&l 1 5-1 1 7°C 
[0 0 7 2] 
MM^-^M 9 



4 -^>^;i/5r^ri/- 1 h-4 y K — ;u - 2 ji/x^f;i/ 1 2 

. 0 gfflDMFM 1 0 0 m 1 iZ7kmit-T h U ?A 1 . 6g»L 

^tK^v ?% y v a hmm ttffiMlk L i: r 5 , 

! H-NMR (CDCI3 ) 8:1. 39 (t, J = 6. 9, 3H) , 4. 0 
6 (s, 3H) , 4. 35 (q, J = 6 . 9, 2H) , 5. 22 (s, 2H) 6 
. 66 (d, J = 7. 8, 1H) , 6. 98 (t, J = 7. 8, 1 H) , 740 

(t, J = 7. 4, 1H), 7. 45-7. 51 (m, 6 H) 

[0 0 7 3] 

mm&f&w 1 0 

4 - ti kp^ps/- 1 -*^;u->f y K-;i/- 2 

4 -s<yy';i*3cy- 1 -*^;i/->r > K-;i/- 2 jitfym^n^*^ 
;H3. 0 g ® x ^ ; - 2 0 0 m 1 c 1 0 ^o;^ ^ ^ - 1 . 3 g & 

o 

X H-NMR (CDC 1 g ) 6 : 1. 40 (t, J = 6. 9, 3H) , 4. 0 

5 (s, 3H), 4. 37 (q, J = 6. 9, 2H) , 6. 52 (d, J = 78 
, 1H) , 6. 95 (t , J = 7. 8, 1H) , 7. 19 (t, J = 7. 41H 
) , 7. 4 1 ( s , 1 H) 

[0 0 7 4] 
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mm&f&m 1 1 

4 -sQiffl/**-*/- l - (2 -^^-;i/^n - >f > K-;u- 2 -#;i/aK> 

4 -^>^;b^-^rsy-^r > K-;b- 2 - Ajl/^>SlfMXf^ 10. o g 
, ^K^-fb-t- h u l . 6 gfcitfa^ft-f V^>;i/3. 3 m l £fflvv 114^ 

'h-NMR (CDC lg) 8:0. 89 (d. J = 6 . 3, 6 H) , 1. 39 
(t, J = 7. 3, 3 H) , 2. 22 (penth, J = 6. 3, 1H) , 4. 
2 5 -4. 4 2 (m, 2H) , 4. 35 (q, J = 7. 3, 1H) , 5. 21 ( 
s, 2H) , 6. 54 (d, J = 7. 8. 1H) , 7. 00 (d. J = 7. 8, 
1H) , 7. 20 (t , J = 7. 8, 1H) , 7. 33-7. 1 (m, 5H) 
[0 0 7 5] 

wm&i&m i 2 

4- EKP=fr*/-l- (2-^fJl/^Pk:» - >f > K-;i/~ 2 -#;i/iK>Bft:c 

4 l - ( l - -4 y K-;i/- 2 -j&jitKz/ 

|ftx^^/x^-r;i/6. 0 g£J:t>*l 0%A^^A-j^iitO. 6g&;gv\MM 

fc. 

! H-NMR (CDC1 3 ) 5:0. 89 (d, J = 6. 3, 6H) , 1. 40 
(t, J = 7. 3, 3 H) , 2. 21 (penth, J = 6. 3, 1H) , . 2 

5- 4. 42 (m, 2H) , 4. 35 (q, J = 7. 3, 1H) , 6. 49 (d 
, J = 7. 8, 1H) , 6. 96 (d, J = 7. 8, 1H) , 7. 16 (t, J 
= 7. 8, 1H), 7. 42 ( s , 1H) 

[0 0 7 6] 
m&&f&M 1 3 

3->7nn-6-*h3ri/-N, N-^'^^;i/^>V (b) f^7x>-2-^j 
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J. Med. Chem. 1992, 35, 9 5 8 - 9 6 5 lCfB^tf)#&fCt£ ^ 
, 4 -* b*ri/&Btm 1 0. 0ghMftiM5ml^?)Mlfc3-^ 
n- 6 N3fS/-'<>y (b) ft7x>-2-^iU>|7. 0gffirt3. 
0g^ THF^ i/^f^7^>MIfiityhUxf;i/7^>hM^t5 

^-NMR (CDClg ) :3. 09 (bs, 3H) , 3. 12 ( b s , 3 
H) , 3. 89 (s, 3H) , 7. 10 ( d , 1 H, J = 8. 8), 7. 26 ( 
s , 1 H) , 7. 71 ( d , 1H, J = 8 . 8) 

[0 0 7 7] 

mw&mw i 4 

(s) - 3 -9 nu- N - y ^^-jiKy^j (b) 

t7i>-2-j7;i/^»^ K 

3-^nn-6-^ h^ri/-N, N-i/^^;i/^>y ( b) -7-^7 2 - 

#;i/rf?3f-tf-^ K 1 . 9 g &Jgfb;*^ U> 10 0ml ICjS^L- 7 8 1C tC#£P Lfc 

□ *Mtitl}bfe. til v i?'^ i/ 7 A t L , fcig&HiffiTiS 
«^£t"£;i£T^IBfl:i^l2. 5gWc 

* H — NM R (CDClg) :2. 80 (dd, 1 H, J = 4. 8, 2. 9) 2 
. 95 ( t , 1H, J=4. 8), 3. 11 (bs, 3H) , 3. 17 (bs, 

3 H) , 3. 41 (m, 1H) , 4. 00 (dd, 1H, 5. 9, 10. 8), 
4. 35 (dd, 1H, J = 3. 0, 11. 5), 7. 13 (dd, 1 H, J = 
2. 5, 8. 7), 7. 26 (s, 1H) , 7. 72 (d, 1 H, J = 8. 8) 

[0 0 7 8] 

m&&&M i 5 

4 - ^ yit-y *^-)\s**cys<y^ (b) ^^-7oi>-2-^;i/^>^ 

4 h^r^^^;i/^-dpi>^> V ( b ) n"7x.y 83gi:THF 7 0 0nil 
(3 6 3 ml) 0 °C * fcft fftf- 3 5 °C &C#£P L £:„ 
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'h-NMR (CDClg) : 3. 55 (s, 3H) , 5. 37 (s, 2H) , 
7. 04 (d, 1H, J = 7. 8), 7. 41 (t, 1 H, J = 7. 8), 7. 
50 (d, 1H, J = 8. 2), 8. 36 (s, 1 H) 

[0 0 7 9] 

mift&f&m 1 6 

N , N-^f;i/-4-^h^S/^f^'>^>V (b) 2 
I^Ml 5T#t4 hdrt/^^;b^-^r^^>y (b) f^"7x>- 2 

-*^/3K>aft9. 6 g £S/*^;i/rfx;i/Ay * K 7 5 m l izmML. h'Jlf;i/7 
5>17ml, y*^;i/7^ >&Sfc*fi4. 9 g Lfc„ 15M. 

AIMS (PHI) fcUfcSL 4 5°C"e 5 8#H08tj$L£„ jEJS»i&*JCi&>W\ PSfc 

, fcrnrnzmm^fr-emmistc., mm^m^mm^^^iyo^isnm^ mm 

^H-NMR (CDC lj ) :3. 17 (bs, 3H) , 3. 28 (bs, 3H 
), 6 .76 (d, 1 H, J = 7. 8), 7. 23 (t, 1 H, J = 7. 8) 
, 7. 3 6 (d, 1H. J = 7. 8), 7. 81 (s, 1 H) 

[0 0 8 0] 

Mf^tfcM l 7 

(S) - 4 -¥V i/i/;i*3ri/-N, N -i/ t^ilKy-J (b) ^^7ji>-2 
N, N-i?^f^-4-nKn*i/^f^t*i/^>y (b) ^^7i>2- 

#;i/3tf3r^ K9. OgfflDMFl OOmlMlC I^'J^A8. Ogtt 
X.. 3*>lC (S) -y>Ji/i»;M/-h8. Og&aD*.fcffc, 6 0°C&CT2B# 
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^H-NMR (CDClg) : 2. 81 (dd, 1H, J = 2. 4, 4. 9), 
2. 96 (t, 1H, J = 4. 4), 3. 00-3. 21 (bs, 6H), 3. 
4 4 - 3. 4 8 (m, 1H) , 4. 08 (dd, 1H, J = 5. 8, 11. 2) 
, 4. 41 (dd, 1H, J = 2. 4, 11. 2), 6. 76 (d, 1 H, J = 

7. 8), 7. 32 (t, 1H, J = 7. 8), 7. 45 (d, 1H, J = 8. 
3), 7. 73 ( s , 1H) 

[0 0 8 1 ] 
^ m&Ot&M 1 8 

(S) -4- (4--y'J->^M^^^>'; (b) ?-*--7 a: >- 2 ->f ;!/#;]/ 

4 h**/*^:* ( b) 2 - # ;!/ jtf > Bfc 3 . 5 g 

Ml 6 ^I^^CD^J^^f^fC «fc y, 4- (4 -yU i/^;i/^-^ri/^> V (b) ^tf 

&$tfpK&2. 0g&Mv\ (S) -yjj/^;j/U-h2. l g tSf^M 

H — NMR ( C D C 1 3 ) :2. 81 (dd, 1 H, J = l. 9, 4. 8), 
2. 97 (t, 1H, J=4. 8), 3. 4 2 - 3. 4 8 (m, 1 H) , 3. 8 
6-3. 95 (bs, 8H), 4. 05 (dd, 1 H, J = 5. 6, 11. 2) 
, 4. 43 (dd, 1 H, J = 2. 9, 11. 4), 6. 77 (d, 1 H, J = 

8. 3), 7. 33 (t, 1 H, J = 7. 8), 7. 45 (d, 1 H, J = 7. 
8), 7. 68 (s, 1H) 

[0 0 8 2] 
M^fiScM 1 9 

(S) -1- (4-y'JS/^t^'>^>!/ (b) f-^7i>-2->f^^ 
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4 h3^>*^;i/;f 3r£/^>V (b) W7i>- 2 -^;i/^>®?3. 0 g 

, vnvyyo. 7 5 gte&xfi/T J VyWti?^*Ji2. 5 g £jgv^ 
Ml 6 fcH*ai0>£jSiftf£JC «fc y. 1- (4 -^'u i/i/Vb>r^ri/^> V (b) 
v^y- 2 -5tj;nj?-;i/) ti°nU^>2. 4 g^HfrMiiHtHfc d©S 
&ifr{#»2. og£fflw (s) -^'Jj/^;i/i/-h2. o g tliMM 

1 H-NMR(CDC1 3 ) : 1 . 98-2. 10 (b s. 4H) , 2. 80 ( 
dd, 1H, J = 2. 9, 4. 9), 2. 96 (t, 1 H. J=4. 2), 3. 
4 2 - 3. 4 8 (m, 1 H) , 3. 70 (bs. 2H) , 3. 87 (bs, 2H 
) , 4. 07 (dd. 1H, J=4. 8, 11. 2). 4. 41 (dd. 1 H. 
J = 2. 9, 11. 2). 6. 74 (d, 1 H, J = 7. 8), 7. 32 (t, 

IH, J = 7. 8), 7. 44 (d, 1H, J = 8. 3), 8. 00 (s, 1H 
) 

[0 0 8 3] 

mw^&cm 2 o 

(S) -4-<yy*/Vfryt*i/-N-* h*i/-N-*?-j\,'<yy' (b) 

*y- 2 F 

4 V^yt^-frJr^iy^y^J (b) ft7i>-2-*a>|4. 5g 
, N, 0-i;^f;i/tKa^ri/Jl/7^SilS2. 1 g 33 «fctfS/7V U >gfc*?x 
^;i/3. 2 g li^MW 1 6 tmm(D&mmmzj: 

(b) -^^x^-N-* h3f S/-N-j*^;i/- 2 - * ;i/ sj< ^ ^ K4. 
OgS:Sfei«*tlt^. d0>»£$tfrtK&2. Og&ffiv\ (S) -^'Ji/ 

1 H-NMR(CDC1 3 ) :2. 78 (dd, 1 H, J = 2. 8, 4. 8), 
2. 98 (t, 1H, J=4. 2). 3. 42 (s, 3 H) , 3. 43-3. 4 
8 (m, 1H) , 3. 83 (s, 3H) , 4. 10 (dd. 1 H, J=4. 9, 

II. 2). 4. 36 (dd, 1 H, J = 3. 5. 11. 3), 6. 74 (d, 
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1H, J = 7. 8), 7. 33 (t, 1H, J = 8. 3), 7. 44 (d, 1H 
, J = 8. 3), 8. 40 (s, 1H) 

[0 0 8 4 ] 
Sin^i 2 1 

(S) -4 - (2-HKn^r^-3 - (4 - 7 ft U > - 2 - fcT^US? 

y) >^n bi°;i/^^r->) (b) 77>-2-jj;i/^'>l?^f ;i/x^f;i/ 

Sff^W3-effc (S) -4-^'Ji/^l/t^i/K>y (b) 7^>-2- 

^;i/5K>^^^;bx^^;i/4. 1 g <z)* z j -jvmWL 7 0 m 1 IC, 4- (7^7ft 

i/y- 2->c )i) tf^ui;>3. 5 g sassier an a. 2 i$rajnsajg«8Ufc. ?M 

j& 1 1 8 - 1 1 9 °C 
[0 0 8 5] 

mw&f&m 2 2 

(S) -4- (2-fc KP3FS/-3 - (4- 7 ft b > - 2 - faT^US? 

7) t* pfcT;i/ /QV (b) v=yy- 2 

(S) -4- (2-tKo^i/-3 - (4- (^-7$ uy- 2-4 Jl) fcf^U 
i>V) 7*n tr ^>y* (b) 77>- 2 5 

. 6gffl^^;-;i/Ml40mli;, 2. OM^ft^'J^AMU 0 0 m 

1 fcfln*, ^fgIiti«iMSSLfc. £j£Mt£*ttnc&£\ tSISSftJcr^JiR^Hft 
-ffiilL^ (pH=l) „ dtiS:^ □ n*;i<A-* * 7 (2 : 1) 1? 

^moymm^A. 1 g^mn^^tLxmrc. ^234-235^ (#$0 

[0 0 8 6] 

MMl^tM 2 3 

(S) - 7- (2-fcKP3rS/-3 - (4 - (^7 » U > - 2 - >f bTXUS? 

J) 7°u¥)l7i-3ri/) Ky*J (b) 7-^ >- 2 -j7;i/^>^x^-;bx^-T-;i/ 
(s) - (7 ->fv i/VK7t*i/) ^>v~ (b) 77>-2-A;i/jK>iif 
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;i/XXfiV5. 3g£J:t>*4- (± y% vy- 2 --f;b) tf/<'Ji/>3. 0 g 5: 

fflv\ mm^m 1 1 tiz& vmmit&ms. zg* 

! H-NMR (CDCI3) 6:1. 41 (t, J = 7. 3. 3H) , 1. 87 
-1. 98 (m, 4 H) , 2. 23 (t, J = 7. 3, 1H) , 2. 25-2. 
63 (m, 1H) , 2. 4 8 - 2. 7 9 (m, 4H) , 3. 05 ( d , J = 10 
. 7, 1H) , 3. 05 (d, J = 10. 7, 1 H) , 3. 23 (d, J-10 
. 7, 1 H) , 4. 10-4. 28 (m, 3 H) , 4. 45 (q, J = 7. 3, 
' 2H), 6. 72 (d, J = 8. 3, 1H) . 7. 21 (d, J = 8. 3. 1H 

) , 7. 3 5 - 7. 4 9 (m, 4 H) , 7. 6 7 - 7. 7 0 (rru 2 H) „ 7. 
7 5 - 7. 8 2 (m, 3 H) 

[0 0 8 7] 
IRMM 2 4 

(S) - 7- (2-b:Kn^r->-3 - (4 - Q 7 # b > - 2 - >f ;b) ^'Ji? 
7) rfn ¥)i**is) Ky-J (b) ^ >- 2 

(S) - 7- (2-kFn^fi/-3 - (4 - (t7* U>-2->f^) fcf^U 
i/V) tf;b>T^ri/) (b) 77>-2-^Jl/^>ilf;i/X^f^5 

. 2gtf)*#y>-;i/50ml jg?RJC 1 0 h U >7AzK?g?&5 0ml £flR 

! H-NMR (DMSO-d 6 ) 8 : 1. 81-2. 20 (m, 4H) , 2. 

80-3. 17 (m, 2H) , 4. 01 (dd, J = 9. 3, 3. 4), 4. 1 

2 (dd, J = 9. 3, 3. 4, 1 H) , 6. 75 (d, J = 8. 3, 1 H) , 

7. 19 (d, J = 8. 3, 1H) , 7. 48 (t, J = 8. 3, 1 H) , 7. 
44-7. 51 (m, 3H), 7. 77 (s, 1H) , 7. 87-7. 90 (m 
, 3H) , 8 . 0 4 ( s , 1 H) 

[0 0 8 8] 

mn&mm 2 5 
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(S) -4 - (2-HKD^r->-3 - (4 - Q 7 1/ > - 2 - >f ^Ui? 

A-\l Kn^rS/- l H-jy K-;b- 2 -*;nJ<>Bftx^;i/x^-r;i/ 1 . 3 g 
©DMF 5 0 m 1 SIIRlC^gft* U ^A&itf (S) — >f V y i? )\/ J is V — h 1 . 

U (S) -4-^u>>i/";i/t^iv-i H--f>K-;i/-2-*;v#>ixf;i/x 

4- 2 ->f;i/) tr^US?>l. 5gh3WilSLm Jg 

JSESrMgfiES^-rS^fctCJ: y, (S) -4- (2-t:Kn^rS/-3 — (4- (^h 

7# yy- 2 ->r;b) t^us/V) :/a ^ji^^y) - 1 h->t > K-;u- 2 - 
^j;i/3K>ixf;i/x^f;i/ 1 . 4 g utifc. (Bfc^ 1 1 5 - 1 

1 7°c) #cv^\ 2 t H^cDiRiSii^ &f?e» ^ £ fc <fc y^fflfb^ 

1 . lgS Bfe*giH£: btft„ ife* 1 7 1 - 1 7 3 °C 
[0 0 8 9] 
MEtefiggif 2 6 

(S) -4 - (2-hiKn^r->-3 - (4 - (j-7 $ yy - 2 - 4 )l) fcT^US? 

Mf4itrj£M9 i?#£4 -t Kn* 2/ 1 -*?-ju-jy K-;i/- 2 -jtj;itfym 
x^;i/a:^7 L ^4. Og, (S) -yj i/b- h4. 5gJ3«fctf4- ( 

^-7* U>- 2 ->f H°^U^'>4. 3g£M<,\ Ifi^M2 5 illBl^OS 

/StSfef^&fr -5 dhtcj: »J, (S) -4 - (2-tKn^i/-3 - (4 - 
u>-2->r;i/) tf^U2/V) tr;u -1- (2 - ^f;^n^) 

- 1 -**-;i/->f > K-;b- 2 -^^^f^^x^^ai^T 1 -;!/ 5. 8gS#fe. r 
tl5:x^;-;i/4 0ml»b, *4 Oml, jfcBftft* U tfA 4 . 5 g £fl&;*. 

i Ni&m7kmm*4 o m 1 mx? n n^i/A-eiiiiLfc. f e>ftfeiis:fi^ 
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£•^4 . 2 g Z&n&tS&HLX&fc. m& 1 5 8 - 1 6 1 °C 
[0 0 9 0] 

mn&i&m 2 7 

(S) -4 - (2-bKD^'>-3 - (4 - (t7jtl/>-2->f;i/) fcf^US? 
J) 7U\f)l*3ris) -1- ->f y K-;i/- 2 

Mf^^M 1 2 4-t:Kn^rS/-i - ( 2 - ;* ^;i/^n — -Y > K 
2 -jjji#ym^?')vx.xT)v 5. og, (s) -^y yyji; y y- h 

4. 5g^it>'4- (^-7* 2 -«f Jl) fcT^U2;>5. 3gS:M^ IS 

MM2 5 £ £fC£ »J , (S) -4- (2-tFD*J/ 

-3- (4- (-t-yzyy- 2-j)i) ti°^u$/V) ^nn°;i/^^^) - l- ( 

#fc„ ^tl$:i^;-;i/4 Omli:j§^L, *30ml, *lftfb*U^A4. 0 
*^T1? 1 3 0ml ax^nD*;i/AT'Mlt 0 #^tlfevfijg 

1 H-NMR(CD 3 OD) 8:0. 84-0. 86 (m, 7H) , 2. 15- 

2. 23 (m, 5H) , 3. 11-3. 65 (m, 4 H) , 3. 65 (m, 2H 
), 4. 18-4. 25 (m, 2H) , 4. 40 (d, J = 7. 3, 2H) , 4 
. 58 (m, 1 H) , 6. 60 (d, J = 7. 8, 1 H) , 7. 10 ( d , J = 

8. 3, 1H) , 7. 24 (dd, J = 7. 8, 8. 3, 1H) , 7. 46-7 
. 47 (m, 4H) , 7. 74-7. 86 (m, 4H) 

[0 0 9 1 ] 

mnisf&m 2 s 

l-HKP^PW$;-l - (4 - ^ h^-y^yJ (b) 7^>-2->f;i/) ^ 

4-^hdp>>/sc>v p (b) y^y- 2 h U;i/2. 8 gtf)x# y 

5 9 2001-3106275 
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OmllCfc FrUrisJlT ^yi&Mi&l . 2 g ^ J: ^Bft*DI^- h U ^ A 3 

. smmjinmmwtLfr. temtozmmLt^ R^mm^m&m 

^-NMR (CD 3 CI) 3:3. 94 (s, 3H) , 6. 68 (d, J = 7 
. 8, 1H) , 7. 13 (d, J = 7. 8, 1H) , 7. 19 (s, 1H), 7 
. 2 6 (t , J = 7. 8, 1H) 

[0 0 9 2] 
mft&J&W 2 9 

3 - (4 - ^ h^ri/^yV (b) 77>-2-^jl/) - 5 - ^ ^ ;i/ - 1 , 2, 4 
- ^- if 

l-fcKD^iy^^;-l - (b) 77>-2--<;i/) 

^^;i/y^>3. 4g&^i4 0ml(C^l, 1 4B£fgflDSa3S8KLfc. K 

mmzmfcmmLf^ m^tir^mm^r^ b-b v ^\zxnts^hr^t.^am 

1 H-NMR(CD 3 C1) S:2. 68 (s, 3H) , 3. 97 (s, 3H) 
, 6. 70 (d. J = 8. 3, 1H) , 7. 22 (d, J = 8. 3, 1 H) , 7 
. 33 (t, J = 8. 3, 1H) , 7. 58 (s, 1H) 

[0 0 9 3] 
JK*Stefifc« 3 0 

3- (4 -\l KPdpS//Q V (b) y^>-2--f/l/) -5-*^;i/-l, 2, 

4 -^-^rij-^'y 

3 - (4 - * b*i<"<yV (b) 77>-2-^f^) - 5 -t^-Jl- 1 , 2, 
4 -**r4}rVT V-JV1 . Igfej:tf»^i4. 2 m 1 £M ^mft'&f&m 

^H-NMR (DMSO— dg ) 5:2. 65 ( s, 3H) , 6. 68 (d, J 
= 7. 8, 1H) , 7. 12 (d, J = 8. 3, 1 H) , 7. 23 (dd, J = 
7. 8, 8. 3, 1H) , 7. 60 (s, 1H) , 10. 30 (s, 1 H) 

[0 0 9 4] 
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mW£tf&M3 1 

(S) -3- (4-y'J'>^t^r^^>!/ (b) 7 ^ > - 2 - >f -5-;* 
2, 4 -^-^rjj-^T^-;b 
3- (4 -k KO^ri/'Oy (b) 7^>-2->f;i/) -5-*^;i/-l, 2 
, 4 ->T^r^^r 0. 7 5 gfc<fctf (S) -^U S/^;WS/U-h 0. 9 

^-NMR (CD 3 CI) 8:2. 69 ( s , 3 H) , 2. 83 (dd, J = 
' 4. 9, 2. 5, 1H) . 2. 96 (t, J = 4. 9, 1 H) , 3. 43-3. 

45 (m, 1H) , 4. 13 (dd, J = ll. 2, 4. 4, 1H) . 4. 40 

(dd, J = ll. 2, 3. 0, 1H) . 6. 71 (d, J = 7. 8, 1H), 
7. 25 (d, J = 8. 3, 1H) , 7. 32 (dd, J = 8. 3, 7. 8, 1 
H) , 7 . 6 2 ( s , 1 H) 

[0 0 9 5] 

mft&i&M 3 2 

l-fcKd3rW^y-l - (7-^h^r->/<>y (b) - 2 - >f ;* 

7 h3pf>/<>>y (b) 2 h u;i/3. og, tKn^p*/ 

. 1 H-NMR(CD 3 OD) 8:3. 97 (s, 3H) , 6. 89-6. 91 
(m, 1H) , 7. 11-7. 17 (nu 3 H) 
[0 0 9 6] 

mn&mm 3 3 

3- (7 hdpS//QV (b) 7^>-2--Y;i/) -5-^^;i/-i, 2, 4 

i-tKn^fj/>f^;-i- (7-* v*i<"<y*J (b) 7^>-2->f;i/) 
*^;i/T^>3. 3 gSM^M^M2 9 ^^M/SM^?? ^£icj: U 
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1 H-NMR(CD 3 C1) 5:2. 68 (s, 3H) , 4 . 03 ( s , 3H) 
, 6. 90 (d, J = 7. 8, 1H) . 7. 21 (d, J = 7. 8, 1H) , 7 
. 25 (t, J = 7. 8, 1H) , 7. 45 (s, 1H) 

[0 0 9 7] 
If^^ 3 4 

3- (7-bFD^rM>!/ (b) yyy- 2-4 fls) -5-^f;i/-l, 2, 

4 -^-^rjj-^y 

3 - (7 - * (b) - 2 - -f - 5 - *^;b - 1 , 2, 

4 - t^i/'T^-iH . 7 g fej:t>* = ^-fb^^^6. 5 m 1 Sr/g^JfCft-^/Sfc! 

. ! H-NMR (DMSO-d 6 ) 5:2. 65 (s, 3H) , 6. 68 (d, 
J = 7. 8, 1H) , 7. 12 (d, J = 8. 3, 1H) . 7. 23 (dd, J 
= 7. 8, 8. 3, 1H) . 7. 60 (s, 1 H) , 10. 30 (s, 1 H) 
[0 0 9 8] 

mm&mm 3 5 

(S) -3- (7-yj^^Jr'>^>y (b) y^y-2-4^) -5-* 
^•;i/-l, 2, 4-t^rf^7!/-Jl/ 

3- (7 -t KO^ri//<> y (b) 77>-2->f^) -5-*^;i/-l, 2 
, 4-7t*WT)/-fl,l . 5 gfc £tf (S) -yj S/VtoJ t/U- b 1 . 8g 
£ffiv\ I^Mi fcra«S©HJ&i$H££f?3 3 4: ic «fc »; ^fflfb^ l . 7 g & 

L H-NMR (CD 3 CI) 5:2. 69 (s, 3H) , 2. 81 (dd, J = 
4. 9, 2. 4, 1H) , 2. 94 (t, J = 4. 9, 1H) , 3. 46-3. 
48 (m, 1H) , 4. 26 (dd, J = ll. 2, 5. 4, 1H) , 4. 46 

(dd, J = ll. 2, 3. 4, 1H) , 6. 95 (d, J = 7. 8, 1 H) , 
7. 21 (t, J = 7. 8, 1H) , 7. 29 (d, J = 7. 8, 1 H) , 7. 
4 6 ( s , 1 H) 

[0 0 9 9] 
m&&tfLM3 6 
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N ' - {4 - * b^yKy-J (b) - 2 -4 )lft)l<n—)l) 7-fe 

^ K 

4-*N3f£/K>V (b) 77>- 2 -^j;i/^>^4 3. 4 gtf)THF?M7 
o o m n: l , l' -^;v^-;nfx-iH-^^^!/-ji/ (CDI) 3 8. 4 
g£#n;l, ^iatcr i B$fMf£ Lfr 0 r<Z)MIt:rthnK7^>i 7. 6 

[ H-NMR (DMSO-dg ) 3:1. 91 (s, 3H) « 3. 93 (s, 3 
H) , 6. 86 (d, J = 7. 8. 1 H) , 7. 25 (d, J = 7. 8, 1 H) 
, 7. 42 (t, J = 7. 8, 1 H) , 7. 61 (s, 1 H) , 9. 92 (s. 
1H) , 10. 46 (s, 1H) 

[0100] 
mft&&M 3 7 

2- {4 - * b^yKy-J (b) 7^>-2->T;i/) - 5 - ^ ^ ;i/ - 1 , 3, 4 

n ' - (4-^ b^ci/'OV (b) y^y- 2 ->r rthtK 

7i/Kl 5. 6gffll, 2-i/^nDi^>M4 0 0mli:h'Jxf^7^> 

2 1mlJ3it) t h , J7x-Jl/tN^70 19. 8g&ii, S£S}&S£5°C£L 

Z&fcfoWmz, i?X.mT\n?%frtf*r*/l'-b (4 0%h;i;X>M) 

3 3ml5:l5»(niTtfe. SfSM^liSi: It 1 . 5 B^ilf^ L £ 

(^nn^M/gfiif^ {cr*»$^Lfei:r5^Sfb-^^4. 6g» 

1 H-NMR(CD 3 C1) 6:2. 65 (s, 3H) , 3. 97 (s, 3H) 
, 6. 72 (d, J = 8. 3, 1H) , 7. 22 (d, J = 8. 3, 1H) , 7 
. 36 (t, J = 8. 3, 1H) , 7. 56 (s, 1 H) 

[0101] 
B&ft&J&m 3 8 
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2- (4-bKn#^>y (b) y^y-z-^ji) - 3, 

2 - (4-*h3f (b) - 2 - >f ;b) -5 1 , 3, 

4 -^dr-9-^T^-;b6. 5 g & <fc tfH^fcsf« UM 2 7 m 1 l^JIM^M 5 
hlWcDjK^glf^fi 1 exilic J: »J^JB^%3. 3 g *M&U&£. bt^„ 

%-NMR (DMSO-d 6 ) 6:2. 60 (s, 3H) , 6. 71 (d, J 
= 8. 3, 1H) , 7. 16 (d, J = 8. 3, 1 H) , 7. 29 (t, J = 8 
. 3, 1H) , 7. 6 8 ( s, 1 H) 

[0102] 

3 9 

(S) -2 - (4 -^'J Z/is)l*3ri"<yV (b) 7 ^ > - 2 - >f -5-* 

^;i/-i, 3, 4 -**eWT\r-Ji 

2 - (4 -k Kn3f£/^>!/ (b) 7^>-2--r;i^) - 5 l , 3 

, 4-*3eWT\r-Jl3. 3 gjS £0 (S) -^'J l/V )\s J S/U- h 3. 7g 

1 H-NMR(CD 3 C1) 5:2. 65 ( s , 3H) , 2. 83 (dd, J = 

4. 9, 2. 4, 1H) , 2. 96 (t, J=4. 9, 1H) , 3. 43-3. 

46 (m, 1H) , 4. 09 (dd, J=ll. 2, 5. 8, 1 H) , 4. 42 

(dd, J = ll. 2, 2. 9, 1H) , 6. 72 (d, J = 8. 3, 1H) , 

7. 23 (d, J = 8. 3, 1H) , 7. 34 (t, J = 8. 3, 1 H) , 7. 

5 9 ( s , 1 H) 
[0103] 

mn&mw4 o 

2 - (7 h*i"<yV (b) y^y - 2 - >(;]/) - 1,3,4 

7 - * b^y^yv* (b) 75>- 2-jj)]/tfyWt 1 0g$:fh7tKn77 
> 1 0 0 m 1 KmML, ZftiZl, 1' -AJto^-lH-^^y-^ 
(CD I) 12. 6 g ilT-fc hH K^^">4. Ogy^t, gig"? 2 B#fSJR# 
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Atr^CD^ M/EMU Ygf^cltftl 9 g -(O^^iR^l 9g& 

1, 2 - i/'^ n ni^ y 3 0 0 m 1 iZ^ML. h'J7i^^^7^>3 9 g, 
h U xfjb7^> 2 5ml ^^DX-^K^Tlrm^bfe.. VrfU ^JlTVisllJl 
jK^rS/lz-h (4 0%h;i/n:>i§?R) 7 5g^Mfct. g?ST- 3 B£ISi*# L 
. Mf5$t£*7K{C&#\ ?nn*M«tt„ h U A 

>/»ixf^) {crm^i-sr hL-emn&ti&z. Lxmmit&®}8. og*m 

^-NMR (CDC1 3 ) 8:2. 65 (s, 3H) , 4. 05 (s, 3H) 
„ 6. 92 (d, J = 7. 8, 1H) , 7. 2 3 - 7. 2 8 (m, 2H) , 7. 
5 1 ( s , 1 H) 

[0104] 
Ifi^#J4 1 

n ' - (4 -a h**/*m*3c*/'<y\r (b) ft7i>-2--fj^ji/^ 

K077>1 OOmlCiit, i*UCCDI7. 3 gfiitfTt hfc K5i;> 

, mmit&ms. 9 g 

1 H-NMR(DMSO-d 6 ) 8:1. 99 (s, 3H) , 3. 32 (bs, 
2H) , 3. 51 (s % 3H), 5. 37 (s. 2H) , 7. 03 (d, J = 7 
. 8, 1H) , 7. 36 (t, J = 7. 8, 1H) , 7. 52 ( d , J = 7. 8 
„ 1H) , 8 . 3 2 ( s , 1 H) 

[0 10 5] 
S^fifcM4 2 

2- (4 h^r->^^-;i/^l-^r->^>l/ (b) y x > - 2 - >f ;b) -5-^ 

^;i/-i, 3, 4 -pr^rij-^'y 
N ' - (4 - * h^iy^^-JVyt^-iy^y^ (b) ^-^-^x>-2 -JJViVltf 
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7t hb K7i/K2. 4g£l, 2-i/^Dni^5 0ml^«U 
MJ7xC^^703. 2g, N U If jl/7 5> 2 m 1 ^j»A*^TT'Jlff 
L7c„ V^.f-)^y^JVt5)\y^V L/- h (4 0%fil/i>M) 5. 2g»i 

1 H-NMR(CDC1 3 ) 6:2. 61 ( s , 3H) , 3. 54 ( s , 3H) 
, 5. 38 (s, 2H) , 7. 05 (d, J = 7. 8, 1H) , 7. 38 (t, 
^ J = 7. 8, 1H) , 7. 52 (d, J = 7. 8, 1H) , 8. 12 (s, 1H 

) 

[0 10 6] 

3 

2- (4-HKn^M>y (b) 2 ->f -5-^^;i/-l, 

3, 4-^^^7y-;i/ 

4 h^ri/^^;L/^-^ri/- 2 - ( 5 -;* 1 , 3, 4 - t^^i?7l/- 

;b- 2 ->f ^>!/ft7i> 1 . 4 g 5:0®?-* (1:1) 10ml {C?£#¥ 
U 8 0t:t4Wlsife o iSJSfc&SMcfcS^, »Kx^;i/T?ft&ffiLfco ^ 

4 g &#fc G 

1 H-NMR(DMSO-d 6 ) 5:2. 61 (s, 3H) , 6. 83 (d, J 
= 7. 8, 1H) , 7. 32 (t, J = 7. 8, 1 H) , 7. 44 (d, J = 7 
. 8, 1H) , 8. 07 ( s , 1H) , 10. 44 ( b s , 1H) 

[0107] 
IM^M 4 4 

N ' - (4 - ^O^^ri/ - 1 H->f > K-^/ - 2->f ^A/^) y-fe h 

4 *?Jlyt*ri/- -4 y 2 - jjj^>|xf jl/XXfil/ 1 0 g £ V 

Jr*V-y-fc (i:i) 2 0 0 ml y^mitfs U ?A 3. 8 g itmxx 
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zmmiummm.Lr^. MfM£*?Mc&£\ ^m-em^tLt^ mm^jw 

, 4 -KyV^^^-y-A y F-;i/- 2 -X)itfyM<£>r&M.&ffigk9. 0gS# 

fe 0 i©t05:i;^fJ^jl/A7^ K 1 0 0 m 1 izmfflL. ZL*UCWSC7. 6 
g, H O B t 6 . 9g, h'JXfjl/75>7. 0mlt7thhK7i/>2. 6 
g£#nx.T, ^iU-e6^r^r#Lfe 0 M/S$C£*tMc&£\ |fffib^l:tt 

1 H-NMR(DMSO-d 6 ) 6:1. 93 (s, 3 H) , 5. 22 (s, 2 
H) , 6. 62 (d, J = 7. 8, 1H) , 7. 04 (d, J = 7. 8, 1 H) 
, 7. 11 (t, J = 7. 8, 1H) , 7. 3 6 - 7. 4 5 (m, 5 H) , 7. 
54 (s, 1H) , 9. 85 ( s , 1H) , 10. 20 (s, 1H) , 11. 6 
7 ( s, 1 H) 

[0 10 8] 

mmts&Mi 5 

4 -^>^;i/^-^r->- 2 - (5 1 , 3, 4 VY"J-)\s- 2 - 

>r;i/) - i H->f > K-;i/ 

N* - (4 -K>^;i/^-^>>- i H->r > K-;i/- 2 --f y-t 
M:F5j;K7. 5g&rh7bFn77>2 5 0mli:^L < h'J7i-^ 
*X70 9. Og, h U xf ;i/7 ^ > 6 m 1 5:i^MTl?i#bfe 0 y>fy 
^nfcT;i/r!/^*;i/jJ<^r2/i/- h (4 o% h;bx>?M) 17. 7 g%jM*-f=.& 
, 5 o°c-e2^r^m#Lfe 0 ^DD*Mi:*Lfe. ^ 

mmit^mQ. 0 g 

1 H-NMR(DMSO-d 6 ) 8:2. 59 ( s , 3H) , 5. 25 ( s , 2 
H) „ 6. 65 (d, J = 7. 8, 1 H) , 7. 07 ( d, J = 7. 8, 1 H) 
, 7. 15 (m, 2H) , 7. 34 (m, 1H) , 7. 41 (m, 2 H) , 7. 

5 3 (m, 2 H) , 12. 21 ( s , 1H) 
[0109] 
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mw&j&m* 6 

N ' - (7-* b^y^yV (b) y^y- 2 -jjifijitf-ji) 
K 

7 h^ri/^> V (b) y^y-2 - jjijjjnnt b~^V FlOg 
n ^ # > l o o m l izmfflL. rtiic h V^JIT $ y 9. 0 m 1 £i&its<yv* 

! H-NMR (DMSO-d 6 ) 5:4. 00 (s, 3H) . 7. 08 (d, J 
= 7. 8, 1H) , 7. 27 (t, J = 7. 8, 1 H) , 7. 35 (d. J = 7 
. 8, 1 H) , 7. 4 7 - 7. 6 0 (m, 3H) , 7. 68 (s, 1 H) , 7. 
94 (m, 2H) , 10. 57 (s, 1 H) , 10. 76 (s, 1 H) 

[0 110] 

7 

2 - (7-jth^r»M>!/(b) 77>~2-^b) - 5 -yn—)V- 1 , 3, 

4 -t^»y7';-;i/ 

N ' - (7 b^ri^<y V (b) 77>-2-^jl/A;i/^-jl/) ^>^tK 

0 7^"K5. 0g$:Mft-;v2 0mi(c^b > 8 o °c i? l mmtoMMW L t=. 

mm ^mmmm^mi- b vu^mmvm^. m*mm+ b u -7At^«ot. 

1 H-NMR(DMSO-d 6 ) 8:4. 02 (s, 3H) , 7. 12 (d, J 
= 7. 8, 1 H) , 7. 29 (t, J = 7. 8, 1 H) , 7. 38 (d, J = 7 
. 8, 1H) , 7. 6 3 - 7. 6 8 (m, 3H) , 7. 88 (s, 1 H) , 8. 
1 3 (m, 2 H) 

[0111] 
If^M4 8 

n ' - (4 - * b*y<yV (b) y^y- 2 -J hU7;i/ta 
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4 hdf2//<>y (b) 75>-2-*;^t h*7^K9. 5 g ©t&ft:*^- 

i/>M2 5 0mii:Mh'J7;i/tnlti8. 5mU|iiii ^iS[:T2Hn 

^H-NMR (DMSO-dg ) 6:3. 94 (s, 3H) , 6. 89 (d, J 
= 8. 3, 1H) , 7. 28 (d, J = 8. 3, 1 H) , 7. 45 (t, J = 8 
. 3, 1H), 7. 66 ( s, 1H) , 11. 04 ( s, 1H) , 11. 70 ( 
s, 1 H) 

[0 112] 

mn&mM4 9 

2- (4 - * b^ris'O'J (b) 2 ->f -5-h'j7;i/^P^f;i/ 

-1, 3, 4 -^-^rij-^T!/-;b 

N ' - (4 ( b) y^y- 2 --r;i/^j;b^n;i/) hU7M 
OTtht F7i/K5. 2g, h'JlW5>7. 2ml, h'j7iU^X 
709. 0 g £ J: {? i?xf jl; 7 y i/'^J -> 7 - h (4 0%h;i;X>M) 

6. 2 m i zm^mmatf&ws 1 nm&<oRi&8ittzfto zmz& y, &mit& 

1 H-NMR(CD 3 C1) 8:3. 98 (s, 3H) , 6. 71 (d, J = 8 
. 3, 1H) , 7. 18 (d, J = 8. 3, 1 H) , 7. 48 (t, J = 8. 3 
, 1H) , 7. 9 5 ( s , 1 H) 

[0113] 

mm&f&m 5 0 

2- (4-bKn^ < > / <>!/ (b) y^y-2-^;i) -5-hU7^tn^f 
;i/-i, 3, 4 -^dp-fr^yy-;!/ 

2 - (4-^h^ri/^>^(b) 75>-2->f^) -5-b'j7jl/tn^f 
;i/-l, 3, 4 -^-^rif^'T V-;i/4 . 0 g £ J:tfHj|fl:*<7lft 1 5 m 1 £ffiVN 
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1 H-NMR(DMSO-d 6 ) 8:6. 73 (d, J = 8. 3, 1 H) . 7. 
2 2 (d, J = 8. 3, 1H) , 7. 36 ( t , J = 8. 3, 1H) , 10. 5 
2 ( s , 1 H) 

[0114] 

mn&mm 5 1 

(S) - (2- (4 -yj */i?fryt**/'<y)/ (b) -7 2-4)1) -5- 

h'J7jl/tn^f^-l, 3, 4 

2 - (4-blKn^ri/^>^/ (b) -7^>-2--r;b) - 5 - h U 7;i/^"P * 

3, 4 -^-dp+f-i/r s 7-;i/ 3 . 3gJ3<kr5 (s) -yji/^wj/u 
-h3. 7g&fflK Infill £l^<DHJ£^fW?e>^£:(CJ: vmMlt& 

%i. lg^ew^LTHt. 

1 H-NMR(CD 3 C1) 6:2. 83 (dd, J = 4 . 9, 2. 4, 1H) 
, 2. 99 (t, J=4. 9, 1H) , 3. 4 4 - 3. 4 6 (m, 1 H) , 4. 
12 (dd, J = ll. 2, 5. 9. 1H) , 4. 44 (dd, J=ll. 2, 

2. 9, 1 H) , 6. 76 (d, J = 8. 3, 1 H) , 7. 27 (d, J = 8. 

3, 1 H) , 7. 42 (t, J = 8. 3, 1 H) , 7. 83 (s, 1 H) 
[0 115] 

mw&i&w 5 2 

n ' - ( 7 h ^-y^yV ( b ) -7^>- 2 ->r hU7Mn 

7-^h^p^/O!/ (b) K 1 4 . 0 gCD^t^ 

fl/>M3 0 0mlCMhU7;i/tniil 1. 5 m 1 W&\ZX 1 

L££33*SflI1»l 6. US:e^ltbT#fe. 

1 H-NMR(DMSO-d 6 ) 5:7. 11 (d, J = 7. 8, 1H), 7. 
28 (t, J = 7. 8, 1 H) , 7. 35 (d, J = 7. 8, 1H), 7. 69 
(s, 1H), 11. 10 (s, 1H) 
[0116] 

mn&f&m 5 3 
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2- (7 - ^ b^riy^yV (b) 7^y- 2-^)1) - 5-h'J7MP^f^ 

-l, 3, 4-my?i/-^ 

N' - (1, 1, 1-h'J 7WD7t h) — N ' - (7-*h3p£/^>y( 

b) 75>-2>f;i/) AMtK7i?>H. 6g0i, 2 -s;? n nx* >ig 

12 8 0ml iCig^ft:^^ — ;i/4 . 2 m 1 £ £ t>* D M F 0 . 1 m 1 £#tJ/t. 4. 5 

V'yyA- (^na^;i/A/||if;i/) fcT^Lfc£^3:SIfiftitr%2. 4 

J H-NMR (CD, CI) 8:4. 06 ( s , 3 H) , 6. 99 ( d , J = 6 
. 9, 1H) , 7. 22 (m, 7. 26-7. 31, 2 H) , 7. 72 (s, 1 
H) 

[0 117] 

mm&mm 5 4 

2 - (7-bKP3r->^>^/ (b) y^y-2-4Ji) - 5 - h 'J y^i^n^ 
3, 4 *?T\r-ji 

2 - (7-*h3f£/^>!/(b) 77>-2->fJl/) - 5 - h U VX/itU*?- 
;i/-l f 3, 4-^^i?7 i ;-;i/2. 4 g £ ^tf^Jlffc^^itS. OmUffl 

1 H-NMR(DMSO-d 6 ) 6:6. 96 (d. J = 7. 3, 1 H) , 7. 

19 (t, J=7. 3, 1H) , 7. 29 (t, d = 7. 3, 1 H) , 8. 00 

(s, 1H) , 10. 50 (s, 1H) 
[0 118] 

mft&i&m 5 5 

( s ) - 2 - (7 -Wis V)b^r^y^y^J (b) y^y-2-^)i) - 5 - h 

'j7MP^f;b-l, 3, 4 -sT^p-fr^y "J-)\y 
2- (7-t Kn^fi/^>y (b) 7^>-2->r;i/) -5-hU7^a^ 
3, 4-t^^7!/-;i/2. 4gfcJ:J>* (s) -^u^^';i/7^u 

-h2. 2 g $:fflv\ iff^ji tmmcDfcfom^zfto ztiz£vmmit& 
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» 

mi. og^eMS^itnt. 

! H-NMR (CD 3 CI) 6:2. 81-2. 85 (nu 1H) , 2. 9 6- 
2. 98 (m, 1 H) , 3. 4 2 - 3. 5 0 (m, 1H) , 4. 23 (dd, J 
= 11. 2, 5. 8, 1H) , 4. 52 (dd, J = ll. 2, 3. 4, 1 H) 
, 7. 04 (d, J = 7. 8, 1H) , 7. 30 (t, J = 7. 8, 1 H) , 7 
. 33 (d, J = 7. 8, 1H) , 7. 71 (s, 1H) 

[0 1 19] 

mm&f&M 5 6 

5 - (4-^h^->^>y (b) 77>-2-^fjl/) - 3 1 , 2,4 

4-^N^rS//<>!/(b) -Jjfrtfym 1 . 9 g0THFM5 0 

m 1 jC^>fb^^-;b0. 9 m 1 <fct>*DMF 0. 1 m 1 fefln* 2 0 #ISjfinS&i»8fc 
Lfc. i§8&£3*£EW£Lfcffc, #btlfe«S?:tf'J i/> 5 0 m 1 1:^17^ h 
7 3 Krt-=*S/AiSBfc&l. 3gttl lB£r»^M^L£o «£MM£L 

6:1) lcT»53Lfc£:i3^&ffc^fei. o g£&3t&*gHi:LT*#fc. 

'h-NMR (CDg CI) 8:2. 51 (s, 3H) , 3. 98 (s. 3H) 
„ 6. 73 (d, J = 7. 8, 1H), 7. 24 (d, J = 8. 3, 1H) , 7 
. 38 (dd, J = 7. 8, 8. 3, 1 H) , 7. 73 (s, 1 H) 

[0120] 

mm&f&w 5 7 

5- (4-bKP^'>^>V (b) 2 --Y;i/) - 3 - * 1 , 2, 

5 - (4 - * h^>>^> V (b) 77>-2--fjV) -3 1 , 2, 

4 -2j-3f1^'7y-;i/0. 9 8g^J;l>*H*{[:*^i3. lmUM^, 

! H-NMR (CD3 OD) 6:2. 44 (s, 3H) , 6. 69 (d, J = 8 
. 3, 1 H) . 7. 10 (d, J = 8. 3, 1H) , 7. 31 (t, J = 8. 3 
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, 1H) , 7. 7 9 ( s , 1 H) 
[0121] 

m&&&m 5 8 

(s) - 5- (4-yjj/ ( b ) y^y- 2-4 )V) - 3 - * 

^•;i/-l, 2, 4 -**c*)rVT *J-)l 

2 - (4 -fc Kn* (b) y^y-2-4JV) -5-^^;i/-l, 3 

, 4-^^^7 1 /-;V3. 3 g £ J; t>* ( S ) -^'J J/U - h 3. 7g 

KW^flll ^I»I«CDS^^$:^e)^i:{Cj;USM^^#;i. US: 

1 H-NMR(CD 3 C1) 5:2. 51 (s, 3 H) , 2. 83 (dd, J = 
4. 8, 2. 4, 1H) , 2. 96 (t, J=4. 8, 1H) , 3. 42-3. 
46 (m, 1H) , 4. 11 (dd, J = 1 1 . 2. 5. 8, 1H) , 4. 42 

(dd, J = ll. 2, 2. 9, 1H) , 6. 73 (d, J = 8. 3, 1 H) , 
7. 26 (d, J = 8. 3, 1 H) , 7. 39 (t, J = 8. 3. 1 H) , 7. 
7 8 ( s , 1 H) 

[0122] 

mm-en&M 5 9 

4 - m Kp^>^>V (b) ^-^-^ ji>- 2 

4 N^ri/^f;i/t^r^^>!/ (b) - 2 - # ;V > ®? 7 g 

*;-^14 0mllCil^U *»TMft-;i/2. 0ml£#[Jx.£^ 2 E$ 

J H-NMR (CDClg) :3. 95 (s, 3H) , 6. 82 (d, 1 H, J 
= 4 . 8)\ 7. 2 3 - 7. 3 8 (m, 2H) , 8. 30 (s, 1 H) 
[0123] 

mn&fom 6 o 

5- (4 -\l Fn^->^>V (b) ?-*-7x.y- 2 -jji) - 3 1 , 

2, 4-t^r»^7';-;i/ 
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4 — t. Ko^ i/^^V (b) ft7i>-2-*;i/>K>iif;bx^fil'6. 

OOmUMMl, tl/^i7-i/-7*^ (4 A) (DUteTfcmit-r b U >7 
M. 6 g&J:tfy-fe }>y ^ F*-^r:>A3. 0 g £#|J;i, 3 0 £ 
*g$t^(C &(D-t- h-^ti Fn7 7>M5:M l ^ra*^iS?^Lfe 0 #SJ^?Mc 

METM^SiLt. riArh7tKD77>35ml ) 6N M2 0m 
1 5 0°C&CT 3 O^il^Lfe,, &JM£*{Cfettgf^x^;bT-ttmL 

miti^mz. 4 g *mt~ a 

1 H-NMR(CDC1 3 ) :2. 50 (s, 3H) , 5. 70 (bs, 1H) 
, 6. 78 (d, 1 H, J = 7. 6), 7. 34 (t, 1 H, J = 7. 8), 7 
. 47 (d, 1 H, J = 8. 3), 8. 33 (s, 1H) 

[0124] 

mw&f&w 6 1 

(S) -5 - (4 -yu jyV)Vit^iy^y^ (b) - 2 - 4 Jl) -3 

2, 4-t^rf^7';-;i/ - 

%-NMR (CDClg) :2. 48 (s, 3 H) , 2. 83 (dd, 1H, 
J = 2. 4, 4. 9), 2. 98 (t, 1H, J = 4. 4). 3. 42-3. 4 
8 (m, 1H) , 4. 14 (dd, 1 H, J = 5. 9, 11. 3), 4. 41 ( 
dd, 1H, J = 3. 0, 10. 8), 6. 80 (d, 1H, J = 7. 8), 7 
. 40 (t, 1 H, J = 7. 8), 7. 48 (d, 1 H, J = 8. 3), 8. 3 
5 ( s , 1 H) 

[0125] 
Mni$f&M 6 2 
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l - (.4 -* b*i"<y\r (b) y^y-2-^fjv) y"*y - l, 3-i/*y 

2 -Tm-)l-4 - (b) ft7i>2. 4 g &Sfixf;i/5 

o m i tcai#u *^T*^fb^- h u i . 5g^iit. loftm&m-em 
7 g %mt=.» 

^-NMR (CDC1 3 ) : 2. 21 (s, 3 H) , 3. 96 (s, 3H) , 
6. 25 ( s, 1H) , 6. 68 ( d , 1 H, J = 7. 8), 6. 68 (d, 1 

H, J = 7. 6), 7. 15 (d. 1H. J = 7. 8), 7. 33 (t. 1 H, 
J = 7. 8), 7. 56 (s % 1H) 

[0126] 
M^f£M 6 3 

(s) - 3- u - ?*v yv)i**y<y^ (b) -7^>-2-^;i/) -1, 5 
1- (4-*h3r^>^(b) 2 - >r;i^) zf#y - 1, 3 - 

I. 0 g * y -;i/3 0 m 1 ICfcfrU riA^f;btK5y>0. 3 g £fln 

&m&Tmmz&£"?&z.}iiz&v > 3- (4-hfd^^m> i ; (to ^ 

>-2->f^/)-l, 5-^fMf7y-/l/0. 8 5 g S:ifiMfti: 

(S) -^'Ji/^i/;j/u-h0. 7 5g$:M^, mW^&Mium 
&(Djj&KJ:Vmmit&mo. 5 3 g u#t 
'h-NMR (CDCI3 ) : 2 . 33 (s, 3H) , 2. 82 (dd, 1 H, 
J = 2. 8, 4. 8), 2. 94 (t, 1 H, J=4. 4), 3. 86 (s, 3 
H) , 4. 13 (dd, 1 H, J = 5. 4, 11. 2), 4. 36 (dd, 1H 
, J = 3. 4, 11. 2), 6. 40 (s, 1H) , 6. 65 (d, 1 H, J = 
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6. 3), 7. 06 (s, 1H) , 7. 08-7. 12 (m. 2 H) 
[0127] 
mft&l&M 6 4 

7 - * h^SyQV (b) 7^>-2 -jjfy'Rym. 
Tir h > 3 0 0 m 1 fp^ o-Anj>7 0g, -fu =em m^JV 5 0 g , gggfc 

#u ?A7 o g ^Msirwiffit. ifrSJg&zMc&tt, mmLfcm&zm 

Kit. ag||:&fSa&fL i/^fJ^;i/A7^ K5 0 0 m 1 ICigfrU 1, 8-V 
7*?\Z*/9a (5, 4, 0) ^yf-7^.y (DBU) 50ml SrflHitT 1 1 0 

■ct-3 o^r^u^»Lfc„ ntwWim^&v^cfazs&zwmL&m^&z. tx 

&Mit&®l<D^?-)lx.*T)l{k*: 5 6 gmt=. e Z(Dt£&t2 5 g £:r# J 5 0 
m 1 iCfcfrU TK^Hfc^U tfAzMSflfc (2 2 g/ 1 0 0 m 1 ) £#D*L, 4 0 °C T? 

m 1 5 g £^£ 0 14 212-214TC 
[0 12 8] 

6 5 

2- (7-hFpjp'>^>'; (b) y^y-2-j ;v) - 5 - 
7-* h*esy<>x (b) y^y- 2 >g? 6 . o g Hdd^a 3 

OmltCfcfrU i?^f^M7 ^ K 1 m 1 ^MXf=.. i&fb^^ — JV 4 . 0 m 
1 5 O'CIZX 2MDiljfbfc 0 «JETjK/Si83K£S£U &<bfe*b 

Tr h5 1 Kn 77> 1 0 0 m 1 M^ail/fe. MJ$Lfc#e>, ^D/t;b^i/ 
T^>1. 6 5 g, h'Jifil/7^>l 2mU^L/fcfb7t:Kn77>i 

S40mi KtfrL. mm^m (id o. 5 g *mz.x 2mmm%iLf~ a &w 
5 gm*>nt=. a ^^i^M^f u>3 0mn:^ib, -2o°ctc 
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^H-NMR (DMSO-dg ) : 2. 4 2 ( s, 3H) , 6. 92-6. 95 
(m, 2H) , 7. 01-7. 13 (m, 1H), 7. 18-7. 35 (nu 1 
H) , 7. 6 3 (d, 1H, J = 2. 8) 
[0129] 

mm&f&m 6 6 

5 - ( 7 - * h^ri/^y^/ (b) 7^y - 2-4)1) ~3 -*?-)l4 V 

2k 

^ * y -;b l o o m l ic^R^t, t%WLtetfbmt?-*-)i 10ml 
fee ffiv^T 7-*h3riy/<>y (b) y^yz -jtjjURym 1 o g fcitJ^T. 1 

i:jc«fc»j, 7 h^ri/^>!/ (b) 75>2-^j;i//K>i^f;bx^f;n 1 
. 2g£*#fc 0 i©fc<0£*SKi±1^(Z)£jC5lcM^fc o T h 3f A 4 . 8 
g £t- h7t KD75> 1 0 0 m 1 JCjg#U - 5°CT-^L&#£>y^;WJ 
7A (1. 6M/\dp-9->^M) 8 0mUiTLfc o ^-(D^tK^TT- 1 ^13811? 
Lfeffe, 7-*h3f*//<>y (b) y^y- 2 - # ;i/ tff > g ;* fM^fM 1 
. 2g0fh7tKn77>*Ht5OmUilIi, gfit'20M#bfc o ^ 
i28g&fh7tFn77>l 20ml-*30ml icjgfl? Lfcat8t&i&3g L 

^H-NMR (CDC lg ) 5: 2. 38 (s, 3H) , 4. 04 (s, 3H 
) , 6. 5 7 (s, 1H), 6. 88 (d, J = 7. 8, 1H) , 7. 22 (m 
, 3 H) 

[0130] 

mn&tftM 6 7 
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4 - (4-^hdr£/K>y (b) 7^>-2-^f;b) - 2 -H-fr=f-y 

(4 v*iy<yV (b) ^^>-2--r;b) - a -7n=e*?-)i>r by 2 

. 7g®i^;-jbM3Omli;ft7t^F0. 7 5g^M6Wi 

^H-NMR (DMSO— dg ) 6: 2. 72 (s, 3 H) , 3. 91 (s, 
3H) , 6. 81 (d, J = 7. 3, 1H), 7. 13 (s, 1 H) , 7. 21 

(d, J = 7. 3. 1 H) , 7. 27 (t, J = 7. 3, 1H) , 7. 90 (s 
, 1 H) 

[0131] 

2- (2' -hFD^r->^f'J;i/) -5-^^;i/-l, 3, 4 - t^rt^7!/- 
g, CD I 3. 1 g ZmidMx-MWLf-. 7tf;i/t F^i/'Ki. 4 

g zfiuz-mz 3 t$rait# u M^^^^Kicfe 3 h tc «k 

, h'J7i-^7-f>5g, h U :n^;i/T^ > 3. 3ml ^rillx., 
E A D 8 . 3g&fla*.fc. ^T^^WlLfef, U ? AtK^M 

2gSffc. r©MftRS:*20ml, 2 0 m 1 tfJ"T 2 R£f$3&n3&«# U 

1 H-NMR(CDC1 3 ) : 2. 58 (s, 3 H) , 6. 45 (b s, 1H) 

, 6. 90 (t, J = 7. 8, 1H) , 6. 98 (d, J = 7. 5, 1H) , 7 

. 19 (d, J = 7. 5, 1H) , 7. 40 ( J = 8. 0, 1H), 7. 42 ( 

d, J = 15. 8, 1H) . 7. 68 (d, J = 15. 8, 1 H) 

[0 13 2] 



miiE#2 001-3106275 



#2000—018080 



ELft&f&M 6 9 

2- (2' - fc KP^'>^f U ^>!/f7!/-^ 

f'Jf^7;i/ft:K6. lg^2-^fjbf7!/-;i/7. 5 g SMlfrci^ig 

ifegftl. 5 m 1 ZWitiais 1 0 0°C(CT 9 B?rafln3ftJt# U fc. JRjC5t§?fiS:^*P 

LSIilif/K'ttJU L fc. ^»&flE&$&«#Hfi*B-f S d t IC J: y 36Hfl:i^ 
2. 5 g £$>j«tgLMII£ Ltlfe. i»j^2 3 5 - 2 3 6 °C 

mn&i&m i o 

5- (2' -bKP^r^f'J^) -3-^^;i/-l, 2, 4 -^-ar-b-^T!/- 

2k 

7iZ Kt^i/A7. 5g, ^U3fa.^-*/:/X (4 A) lOg, TKUHfc 

th'J"?^5gS:rh7l; KD75>2 0 0ml Kfln;tfl&&3gSfc2l£fco ^<Z)M 
l£$8?RiC 2 h**/**fy**ci/*sy±2±WLttJ\/3L7.7-)l\* 1 2 g &iTb 2 

hJCj: y^S-fb^%6. 0 g bWc 0 ffltj^l 8 4 - 1 8 6 °C 

[0133] 
^ M^fo-^M 7 1 

(S) -4-yji/i;^^M>y (b) y=yy- 2 ->f;i/^^^» h> 

XfcHl'fb^- h T J 7A0. 2 2 g(Z)DMF!Bfli?ft4 0ml(;4-tKO^i/^>V f 
(b) y^y- 2 ->f;b^^-^/^r h> 0. 80gfflDMFMlOml5:MT 

iTU ifit-3 0OT#Lfc o z:<osjS*tcj>K^T, (s) -^ys/*?;w 

! H-NMR (CDC1 3 ) :2. 60 ( s , 3H) , 2. 82 (dd, J=4. 
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9, 5, 1H) , 2. 97 (t, J=4. 4, 1 H) , 3. 4 3 - 3. 4 6 (m 
, 1H) , 4. 09 (dd, J = 10. 8, 5. 9, 1H) , 4. 42 (dd, 
J = 10. 8, 3. 0, 1H) , 6. 69 (d, J = 7. 8, 1 H) , 7. 20 

(d, J = 8. 3, 1H) , 7. 39 (t, J = 8. 3, 1 H) , 7. 65 (s 
, 1 H) 

[0134] 

mn&&m v 2 

(s) -4-yj'>yMjp$/-3-^fM> > ; (b) y^y-z-^ji^^- 
)\j>t V y 

TkMik-T h'Jf Al. 4g(DDMF MMW. 60mllC4-tFD^>>-3-^ 
7-jv<y V ( b) y^y- 2 -jfr* T-Jitr by 6. 1 g©DMFM3 0 m 1 
^MTiTb, tfiT3 0«fflfe. Z.(Dfcl&mzfr#tT* (S) 
i/VA/J %/ U- h 9. 1 g©DMFM30mUITL, ^B#P4Mf#L£ 0 BL 

1 H-NMR(CDC1 3 ) : 2. 59 (s, 3H) , 2. 79 (s, 3H) , 
2. 83 (dd, J=4. 9, 2. 3, 1H) , 2. 96 ( t , J = 4 . 3, 1H 
), 3. 4 3 - 3. 4 5 (m, 1 H) , 4. 08 (dd, J = ll. 2, 5. 4 
, 1H), 4. 37 (dd, J = l 1. 2, 3. 0, 1 H) , 6. 62 (d, J 
= 7. 8, 1 H) , 7. 11 (d, J = 8. 3, 1 H) , 7. 34 (t, J = 8 
. 3, 1 H) 

mw&j&w 7 3 

n' - (4 (b) 7?>-2 -jfrjtjji/tf-ji) -fn j n 

K *y V K 

(4 N y (b) 77>-2-^^jV^;i/) tK7^K8. 5 

g ©THF 2 0 0ml MfCi*7°D 1ft >S? 8 . 1 g fcj&lJ*., ^.U\ZX imf^U 
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[ H-NMR (DMSO-d 6 ) 8:1. 05 (t, J = 7. 8, 3 H) , 2. 
19 (q, J = 7. 8, 2H) , 3. 93 (s, 3H) , 6. 86 (d, J = 7 
. 8, 1H) , 7. 25 (d, J = 8. 3, 1H) , 7. 41 (t, J = 8. 3 
, 1H) , 7. 62 ( s , 1H) , 9. 89 (s, 1 H) , 10. 46 (s, 1 

H) 

mW&f&M 7 4 

2- (4 b^wo*/ (b) y^y-2-^;v) - 5 -X^;b- 1 , 3, 4 
^ t^ri/M'J > 6 0 m 1 (Cl^WJ 7 3 T'UfeN' - (4 - * h * V 

(b) y^y- 2 ->f -/Dtft;t:F7^K8. 3 g S:*^., 9 

X H-NMR (CDC 1 3 ) 8:1. 46 (t, J = 7. 8, 3 H) , 2. 99 
(q> J = 7. 8, 2H) , 3. 97 (s, 3H) , 6. 72 (d, J = 7. 8 
, 1H) , 7. 22 (d, J = 8. 3, 1H) , 7. 36 (t, J = 8. 3, 1 
H) , 7. 5 7 ( s , 1 H) 
0 7 5 

2- (4-HKP^r^>'; (b) 2 ->f - 5 -X^;b~ 1 , 3, 

4 -t»»^7 7-;i/ 

MW^M7 4T^fc2- (4 (b) 2 ->f;b) - 

5-:n^;i/-l, 3, 4 -^-^rif^r l/-;i/4 . 5 g (Dm.it ^ ^ 1/ 6 0 m 

UZELMltfrVmi 1. 8ml &flnAgffiK:T2l$|gI&#Lfc. ££6$c£*?Mc 
ii^l R3MSI!B#0>tfe, * □ n*;i/A-* * 7 (2 : 1) (CT&ffiL 

X H-NMR ( DMSO-d 6 ) 8:1. 33 (t, J = 7. 8, 3 H) , 2. 
96 (q, J = 7. 8, 2H) , 6. 71 (d, J = 8. 3, 1 H) , 7. 16 
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(d, J = 8. 8, 1H) , 7. 29 (t, J = 8. 3, 1 H) , 7. 69 (s 
, 1H) , 10. 37 (s, 1H) 

[0135] 
Iffn^i 7 6 

(S) - 2- (4 - i/y;i*$-i/Kyy (b) -5-x. 
MI4^M7 5t?#fc 2 - (4 -t: Kn=*$/X>!/ (b) 77>-2-^f;i/) 

-5-x^;i/-l, 3, 4 -^-^r-tf^T V-;b3. lg, (S) -WtsVfrJ 
2/U-h3. 5 gfcitM^^U 7A5. 6 g £M If^^M 1 £ 
iStft^Srff e> Z.£iZ& *J3tSffc£-#>3. 8 g 5:MMitLTl!t. 
! H-NMR (C DC 1 3 ) 5:1. 47 ( t , J = 7 . 8, 3 H) , 2. 83 

(dd, J = 3. 9. 2. 4, 1H) , 2. 96 (t, J = 3. 9, 1 H) . 2. 
99 (q. J = 7. 8, 2H) , 3. 42-3. 48 (m, 1 H) , 4. 11 

(dd, J = 1 1 . 3, 5. 9, 1H) , 4. 42 (dd, J = 1 1 . 3 , 3 . 0 , 
1H) , 6. 72 (d, J = 8. 3, 1H) , 7. 25 (d, J = 8. 3. 1H) 
, 7. 32 (t, J = 8. 3, 1H) , 7. 61 (s, 1 H) 

mm&f&m 7 7 

5 - (4 - ^ h^r (b) 7^>-2-4Jl) - 3 -*^;i/>f V^r»y- 

2k 

T-fe h>^-^ri/A 5. Og0THFMl6Omli;W, n-^;i/U^ 
7A (1. 6W\*V>&m 1 B£fUlijt# L fc. r*WC4 

-^h^ri/'O 1 ; (b) 77>-2-^jb^>H *^J13LXtJI 6. 7g(2TH 

S:M4ml$:i±t^<M, 3 *>tc2 o#RU*#Lfc. K»*ith'J7A 

* H — NM R (CDClg) 5:2. 38 (s, 3H) , 3. 96 (s, 3 H) 
, 6. 46 (s, 1H) , 6. 69 (d, J = 7 . 8, 1 H) , 7. 15 ( d , 
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J = 8. 3, 1H) > 7. 29 (t, J = 8. 3, 1H) , 7. 32 (s, 1H 

) 

mm&mm 7 s 

5- (4-hKD^->^>'; (b) 7^>-2->f;b) - 3 -*?yi/>f y=fr-9-y 

5 - (4 h3f S/'Oy (b) 7^>-2--f;i/) -3 -*^;i/-T y3fW 
-;i/3. 0gfcJ:^M*^i7. 6 m 1 £M ^Jim^M 5 i: ra«<©HJcE:gil 

X H-NMR (DMSO-d 6 ) 5:2. 30 (s, 3 H) , 6. 68 ( d , J 
= 7. 8, 1H) , 6. 85 ( s, 1 H) , 7. 10 (d, J = 8. 3, 1H) 
„ 7. 22 (t, J = 8. 3, 1H) , 7. 49 (s, 1 H) 

mm&mm i 9 

(s) -5 - (4 - vv^^r^-v^y^J (b) 7^ > - 2 - ^;b) -3-^ 

5- (4 - 1: Ka3ri>^>y (b) y ^ > - 2 - -f ;b) 
y-;b2. 6g, (s) -yyj/j?;i/;i/u-b3. lgfiiWjjy^AB 

8 g lt#t s 

! H-NMR (CDClg ) 8:2. 82 (dd, J=4. 9, 2. 4, 1 H) , 

2. 96 (t, J=4. 9, 1H) , 3. 43-3. 46 (m, 1H) , 4. 

11 (dd, J = ll. 2, 5. 4, 1H) , 4. 39 (dd, J=ll. 2, 3. 

0, 1H) , 6. 49 (s, 1H) , 6. 70 (d, J = 8. 3, 1 H) , 7. 

17 (d, J = 8. 3, 1 H) , 7. 28 (t, J = 8. 3, 1H) , 7. 36 
( s , 1 H) 

mn&f&w 8 0 

2 - (4 - ^ h^rS//<>y (b) y^y - 2-4 JV) - - 1,3,4 

n* - (4-^h^rS//<>y(b) 77>-2 - ;i/ ^ # ;i/ tfs" - ;i/ ) yiz h 
tK7i/'Ki. l g©h;n>M50mli:^3!>^;i/^>ii. o m 1 



mtl# 2001-3106275 



#2000—0 1 8080 



^8 0"C{:t3 0^Wbt„ i5Jfc?l)t£«JE»lJ8Lfcffe, JBSESrBeBftx^Hfc 

'H-NMR (CDCI3) 8:2. 85 ( s , 3H) , 3. 97 ( s , 3H) 
, 6. 70 (d, J = 7. 8, 1H) , 7. 18 (d, J = 8. 3, 1 H) , 7 
. 32 (t. J = 8. 3, 1H) , 7. 57 (s, 1 H) 

mm&f&m s 1 

2- (4-nFP^PM>y (b) -5-^;b-i, 3, 

2- (4 h3f V (b) 77>-2-^;i/) - 5 1 , 3, 

5 fc^cOSlSiftf^Srff "5^ fclCJ: »J mmitte®} 0 . 8 9 g LT 

X H-NMR (DMSO-d 6 ) 8:2. 80 (s, 3 H) , 6. 70 ( d „ J 
= 7. 3, 1H) , 7. 13 (d % J = 8. 3, 1H) , 7. 25 (t, J = 8 
. 3, 1H) , 7. 67 (s, 1H) 
[0 13 6] 

Kft&mm s 2 

(s) - 2- (4 -yj ->^';i/>r^r^K>y (b) y^y-2--(jv) - 5 
^;i/-i, 3, 4-f7^7'/-;i/ 

2- (4 -fc Kn3fS//Ol/ (b) 7^>-2->f;i/) -5-^^;i/-l, 3 

, 4-fri?r , ;-;n. i g> (s) -yjj/^;i/u-M. 2gj3io t 

X H-NMR (CDClj) 8:2. 82 (dd, J = 4. 9, 3. 0, 1H) , 
2. 96 (t, J=4. 9, 1H), 3. 4 2 - 3. 4 6 (m, 1H) , 4. 
13 (dd, J=10. 8, 5. 9, 1 H) , 4. 40 (dd, J=10. 8, 3. 
0, 1H) , 6. 71 (d, J = 7. 8, 1H) , 7. 20 (d, J = 8. 3, 
1H) , 7. 31 (t, J = 8. 3, 1H) , 7. 61 (s, 1 H) 
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mn&i&M 8 3 

4 - * b*ci/s<yV (b) -7?y- 2 -3tj;i/jK>Bfc4 4 . 0 g t7U/i)l3r)l 
f y 1 2 g^i/^f^AAT^ K2 0 0 ml lC$8fl¥U £*UCWSC4 8. 
Og, l-tFDdpi'K>yh'Jry-;«J£ (HOBt) 4 3. Og&J:£>* 
h U x^;i/T S y 50ml B#fSI8l#Lfco RffcWl&fcTklZ&g 

thy^AT-Wt, j*fiE«»"TSii:Jcj: y^JSft^ife©||fe3eS4 5. 0 
g 

1 H-NMR(CDC1 3 ) 8: 3. 32 (s, 1H) , 3. 92 (s, 3H 
), 4. 06 (m, 2H) , 6. 65 ( d , J = 7. 8, 1H), 7. 18 (d 
, J = 7. 8. 1H) , 7. 26 (t, J = 7. 8, 1 H) , 7. 36 (s, 1 
H) , 8. 8 6 (m, 1 H) 

mw&f&m 8 4 

2 - (4-^h^r->/<>V (b) 2 - >f ;b) - 5 - fl/yt^W- Jl 

-2-*;i/mU*4 5. 0 gtf)gf^?§^2 0 0 m 1 fC, gf^TK^g 7 . OgJ 

15. Og^t^hlTlfc. 

^H-NMR (CDClg) 5: 2. 42 (s, 3H) , 3. 96 (s, 3H 
), 6. 70 (d, J = 7. 8, 1H) , 6. 90 (s, 1H) , 7. 20 (d 
, J = 7. 8. 1H) , 7. 29 (t, J = 7. 8, 1H) , 7. 38 (s, 1 

H) 

m&&&m s 5 

2- (b) y^y-2->pv) - 5 - **-;]/**cV\/- 

IM^M8 3t'#t, 4-*h*S/-2- (5-*^;i/-l, Z -**cW 
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- JV) K>V(b) 77>1 5. 0 g<DV9 QU*# 10 0m 

1 N-HC 1 &j&tl;*.T-g#&#Lfc. ^fllSSrffiftUKfift*^^- h U ^A*?§?£ 
ftll. 0 g &$#fc 0 

! H-NMR (DMSO-d 6 ) S: 2. 41 ( s , 3H) , 6. 68 (d, J 
= 7. 8, 1H) , 7. 04 (s, 1H) , 7. 10 (d, J = 7. 8, 1H) 
, 7. 21 (t, J = 7. 8, 1H) . 7. 45 (s, 1 H) , 10. 17 (b 
^ s , 1 H) 

[0 13 7] 
IW^fl 8 6 

4 - ^ h=fr - 2 - h U V (b) 

4 h^rS/^>!/ (b ) 2 . 50g(Z)THF50ml ?MlC n--?* 

;i/U^t7A(l. 5 4M^\3p-^>^^) 16. 5 m 1 £ - 7 8 °CtCT#DX., IwJM 
tCT 2 0^K!Sff Lfco iCO^MtC^^ h U ^^-;i/XX$r 5. OOgM, 2£ 
{C^StCT 1 B^MfS2l±£ 0 R.fomm&&UlzmLt~&* *2 0 0ml?:ii 

1 H - N M R ( CDClg) 8:0. 35 ( s , 3H) , 3. 90 (s , 3H 
), 6. 58 (<3L J = 5. 0, 1H) , 6. 98 (s, 1H) , 7. 10- 
7. 4 0 (m , 2 H) 

mn&t&w s 7 

2 -(5 -X.?-)l^7t7 x.y~ 2 - 4 Jl) ~ 4 - * b * is s<yJ (b) ~7^y 

4 - ^ h^rS/ - 2 - h U (b) 77>3. 0 0 g £ 2 - 

^n^- 5 -Xf jl/f t7x> 1. 84g©THF25ml g^lCtf;* h'J7x 
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^ H — NM R (CDClg ) 8:1. 32 (t , J = 8. 0, 3H) , 2. 84 
(q, J = 8, 2H) , 3. 93 (s, 3H) , 6. 6 0 - 6. 6 5 (m, 2 

H) , 6. 75 (d, J = 2. 0, 1H) , 6. 85 (s, 1H), 7. 15 
(d, J = 7. 0, 1H) , 7. 18-7. 23 (m, 2 H) 

2-(5-Xf^ft7x>-2->f^-4-t:KPJpM>!/ (b) y^y 

2 -(5-lWt7i>- 2->T;i/)-4-^N^ri/^>V r (b) 7 9 > 1 
. OOgJSil^HlfU^il. 0 m 1 Sffl^I»^J«W5 £ |WJ«t(D,Kj£glfE£ 
f? ? ZtlZ J; Vmmit&V>)7 7 4 rag^lMSfcUlfe. Bftj& 8 7-9 Ot 
M^^M 8 9 

(S) - 2- (5-xWt7i>-2->f^) -4-yj'>^l/t^'>^> 
y (b) 

2 -(5 -If/lft7i>- 2 ->T;i/)-4 -H Kn^ri/^>y (b) V =y y 
7 5 0mg, (S) -y;i/^;j/l/-h 8 7 5mg&^iA'J'7Al. 2 

L H-NMR (CDClg) 6:1. 32 ( t , J = 8. 0, 3H) , 2. 83 
(dd, J = 3. 9, 2. 4, 1H) , 2. 96 (t, J = 3. 9, 1H) , 2 

. 75-2. 95 (m, 2 H) , 3. 35-3. 45 (m, 1H ) ,4. 05 
(dd, J = ll. 0, 6. 0, 1H) , 4. 34 (dd, J = ll. 0, 3. 

0, 1 H) , 6. 62 (dd, J = 8. 0, 1. 0, 1 H) , 6. 75 (d, J 

= 1. 0, 1 H) , 6. 88 (s, 1 H) , 7. 10-7. 20 (m, 2 H) 

mm&mm 9 0 

4 h^rS/ - 2 - ( 1 -*^;b^f ^ 2 ->f )i)s<y V (b) y^y 

4-^h^rS/-2-hU (b) 77>5. 26gi:2- 

t/u^e- 1 ^ 2. 72gi: tf^. h U 7x-;v*^7^ >A9 



8 7 



ffiSE^ 2001-3106275 



#2000—0 1 8080 



VVU VVn^-j F5 9 3 mg &ffl^I^M8 7 Hm&to &&&&&& $ 

zt\z& vmmfc&mz. o 6 g *m.&mwm'K£. ut^. 

* H — NM R (CD C 1 3 ) 8:3. 97 ( s , 6H) , 6. 69 (d, J = 8 
. 0, 1H) , 7. 22 (d, J = 8. 0, 1 H) , 6. 96 (s, 1 H) 7. 
24 (d, J = 8. 0, 1H) , 7. 2 0 - 7. 3 5 (m, 4 H) 
[0 13 8] 
S^ffil9 1 

4-nFn^r^-2-(i-^f;H^ > ;-;v-2-^ji/)^>!/ (b) y^y 

4-*h3f*/-2-(l -*^;i/>f ^ #\f-Jb- 2 ->f y (b) y^y2 

^ . 0 0 g£J:tfH*fl:*?5ji2. 0 m 1 &^^I^«15 h lef^^M^ £ 
ff-irtlCfcy^ja-ffc^l. 2 1 g^^f^ItLTft. itt^f >265 
tc (4MB) 
M^-£/£M 9 2 

(s) -4-yj'>s?;i/t»s/-2- ( i ^ 2 ->f^) ^ 

>V (b) -7=5y 

4 - 1: Kn^fS/- 2 - ( 1 -**-;i/>f ^ #V-;t>- 2 ->f;i/)/<>i/ (b) 
> 1 . iog, ( s ) - ? y S/ J y \s - h 1 . 3 3 g &tM^# u ? A 2 . 

X H-NMR (CDCI3) 5:2. 75-2. 80 (m, 1 H) , 2. 92 
(d, J=4. 0, 2H) , 3. 4 2 - 3. 4 5 (m, 1 H) , 4. 11 (d 
d, J=ll. 0, 6. 0, 1H) , 4. 37 (dd, J = ll. 0, 2. 0, 
1H) , 6. 67 (d, J = 8. 0, 1H) , 6. 95 (s, 1 H) , 7. 10 
- 7 . 3 0 (m , 4 H) 

%m&&m 9 3 

4 h (b) ~7=ry- l o. Og, 

^DA>^l/7^>2. 3 lg, WSC8. 87g, 1 - t KD^i/K>l/h'J 
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TV-Jl (HOB t) 7. 7 1gMh'Jlf^7^8. 7 6 m 1 £ 

m^xmme<f&W8 3 tmm&ixfomtzfto z.mz & vrnmit^mi. 1 5 g 

X H-NMR (CDCI3) 8 : 3. 3 1 ( s , 1H), 3. 45 (s, 3H) , 
4 . 06 (br. s , 2 H) , 5. 38 (s, 2 H) , 7. 04 (d, J = 8 
. 0. 1H) , 7. 38 (t, J = 8. 0, 1 H) , 7. 60 (d, J = 8. 0 
, 1H) , 8. 25 (s, 1H) , 9. 26 (m, 1H) 

mft&j&m a 4 

4-EKP3FS/-2- (5 -^^^^-^rify-;!/- 2 ->T;V) (b) 

y X > 

N-^n;f^^-4-^h^J/^f-M^'>^>»/ (b) ft7i>-2- 
*;i//ff^r-9-^ K6. 0 0 g £Bt^7K3B7 6 5mg&M^tIM^5 £ InlSICD 
SlSaif^S«^ifcJC«fcy^Sffc^i&2. 4 1 g ltHt D S1& 

188-189 °C 
IS^^J 9 5 

(s) - 4 -y; S/s?;i/*-3rS/- 2 - ( 5 2 ->f^) k 
>V (b) f-jty^zs 
4-tKndpj/-2- ( 5 -^^-;i/^-^-9-!/-;i/- 2 ->f ;b) (b) 

:T7ai>2. 2 0g, (S) -yjJ/^;*/l/-h2. 3 8gOTl*V^ 

A3. i8g&MK ISMW 1 tmMcoS.l^Mi^^^f^ ztizk y^ffHt-^ 

X H-NMR ( CDCI3) 5:2. 84 (dd, J = 5. 0, 3. 0, 1 H) 
, 2. 96 (t, J = 5. 0, 1H) , 3. 4 0 - 3. 4 8 (m, 1 H) , 4 
. 12 (dd, J = 1 1 . 0. 6. 0, 1H) , 4. 39 (dd, J = 1 1 . 0 
, 2. 0, 1 H) , 6. 76 (d, J = 8. 0, 1H) , 6. 85 (s, 1 H) 
, 7. 33 (d, J = 8. 0, 1H) , 7. 45 (d, J = 8. 0, 1 H) , 8 
. 0 3 ( s , 1 H) 

2 - (4, 4 - *?*m**rWV > - 2 - 4 fr) -4 (b) 
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y 3 0 0 m 1 &?RJCDMF 6 m 1 £.mt^*-ft 17. 1ml & jJQ jLMWLT 2 

ro^^ Kl^nn^^i 50ml iciSJBU 0W2-7 $ j - 
1 -^^i/- 1 -^n/w -;n 0. 4 gci/'^nn^^i 50mi ?§?£{c?ig 

>f -ICTftlS-rsziiilc «fc y, 7 5Fft)!)\ 14. 7g#P)tife 0 
jScg?*ilt-J- h U AtKM 5 0 0ml ICfel-tfe. p H 1 2 

i: ic j: y ^jsft^ 7 . 8 1 g^n^m^MtLxmtc. 

X H-NMR (CDCI3) 5:1. 40 (s. 6H) 3. 92 (s, 3H) , 
4. 12 (s, 2H) , 6. 65 ( d , J = 8. 0, 1H) , 7. 15 ( d , J 
= 8. 0, 1H) , 7. 28 (t, J = 8. 0, 1H) , 7. 33 (s, 1H 

) 

[0139] 

mft&&m 9 7 

2- (4, 4 -V*?-;i*3rWV y- 2 ->f;b) -4 - M FU* (b 

) y^y 

4-*h3f£/-2-(4, 4 -i/^^^prdr-y-yu > - 2 - >f /< y V (b) 
7 9>6. HgfcJ;0:HM*^i6. 1 1 m 1 £M V>Mf4^M 5 £ 

187-188 °C 
II^^^M 9 8 

(s) -4 -y; 2 - (4, 4 -j?*myt*W) y - 2-4 



9 0 



£liE# 2001-3106275 



#2000—018080 



;u) Ky*j (b) y^y 

2- (4, 4-i/^f;i/^dr^7'J>-2->f;i/) -4-nKn=)p^K>y (b 

) 77>i. 50g, (s) - w y*j)\s j yv- b l. 6 8 g&0j^gE# y v 

^H-NMR ( CDClg) 8:1. 40 ( s , 6H) , 2. 75-2. 80 ( 

m, 1H) , 2. 92 ( t , J = 4 . 0, 1 H) , 3. 35 -3. 45 ( m, 
1H) , 4. 0 0-4. 2 0 (nu 1H) , 4. 13 (s, 2H) , 4. 36 
(dd, J = ll. 0. 2. 0, 1H) , 6. 65 (d, J = 8. 0, 1 H) , 

7. 18 (d, J = 8. 0, 1H), 7. 28 (t, J = 8. 0, 1 H) . 7. 

3 7 ( s „ 1 H) 

Ifi^M 9 9 

2 b^-y^yJ (b) -7=yy 

- 7 8 °C 4 - * h 3f S/'O ( b ) 7 ^ > 5 . 00g©THF40ml mW. 
IZn-^miVfyj* (1. 5 4M/\drif>M) £ 2 4 . lmlM, IMJC 
T3 0#raJB#Ufe„ r©?§?RlC«K||l. 19g£#tlx., £ fC |S1?SICT 3 0 # 
|SI*#Lfc©*>, ^^304. 1 6 m 1 fcj&0*.fc o Z.<DBLfc&WL&&fc'e 1 

o 

nig£J&#Bfc (70%) 9 . 1 3 g £#D;L, 1 ^p|SI«^Lfc. MlStS»[lC 

&m$<M7kmT b V U A 5 0 m 1 fcffiflJ^tfSfcBH- h U ? A 5 0 m 1 S£ 
lftx^;wcTffimLfco #e>*ifc;t8*Ji£7K> fi&*P:£Sft?!McTSfct*U iSSfc^ 
*S/^AtC«fc»J$g«Lfc 0 M^iJ±lilfct, 8S&*/'J*m7A9n 

^b?^7j -izTmM?&z£iz£vmm<t£:®zmffi&%5M 3 £LT3. 5 3 

1 H - N M R (CDCI3) 8:1. 34 ( t , J = 8 . 0, 1H ) , 3. 2 
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9 ( q, J = 8. 0, 1H ) , 3. 94 (s , 3H) , 6. 72 ( d, J = 8 
. 0, 1H) , 7. 16 (d, J = 8, 1H) , 7. 40 (t, J = 8. 0, 
1H) , 7 . 6 1 ( s , 1 H) 

ism&f&w i o o 

2-xf ^x;t/^~;i/-4 - b Kd^^^^v^ (b) -y=yy 
2-x.^;i7.;i^—;v- 4 */*<>)/ (b) y^y3. 5 0g&j;tfH 

mm&f&w i o i 

(S) -2-XfMM-jl/-4-y'J->^l/t^r^^>'; (b) 

2-jc^-;b^;i/jjx— ;i/-4 -t Kn^J//<>!/ (b) 7^>2. 7 5 g, (s 

) -yji/^l/;i/l/-h3. 4 8g^^iA'J^A5. 0 5g^MV\ Mif^f 
Mtbt3. 6 2 g#£„ 

'H-NMR ( CDC 1 3) 8:1. 34 (t, J = 8. 0, 1H ) , 2. 7 
9 (dd , J=4. 0, 2. 0, 2H) , 2. 94 (t, J=4. 0, 1 H) 
, 3. 29 (q, J = 8. 0, 1H ) , 3. 35 -3. 45 (m, 1 H) , 
4. 08 (dd, J = 10. 0, 4. 0, 2H ) ( 4. 39 (dd, J = 1 
0. 0, 2. 0, 1H) , 6. 72 (d, J = 8. 0, 1 H) , 7. 18 (d, 
J = 8. 0, 1 H) , 7. 39 (t, J = 8. 0, 1H) , 7. 65 (s, 1H 
) 

[0140] 

mm&f&m 1 o 2 

2- (N, N-^^fW77 ; E>f;i/) -4 N^Sz/Oyr (b) "7^> 
- 7 8 TCT? 4 h^r V ( b) 7^>5. 00gOTHF40ml 

n-^f;i/'Jf (1. 54M/\^r^>^IS) 5:24. lmliDA, InltStCT 
3 0#|SUKj$Lfc. ZL^^MtCi^^X;i/^U;i/9. 1 3 g ?rft^., $ P> &C 0 °C (C 

*^;i/T^ (5 0%) 2 0 gtCT-fe h>5 0ml £#n*.fciI-£ig?KlC^ 

9 2 2 001-3106275 



#2000—0 1 8080 



ST-iSTu mux i wmmwLt^ mwt^+Mzxmmisfc. m^tir=.mm 

^SM&MiMIilbTl. 3 2gf|t„ 

[ H-NMR ( CDC 1 g) 8:2. 88 (s, 6 H) „ 3. 94 (s , 3H 
), 6. 71 (d, J = 8. 0, 1H), 7. 14 ( d „ J = 8. 0, 1H) 
, 7. 35 (t, J = 8. 0, 1H) , 7. 45 (s , 1 H) 

mw&f&m 1 0 3 

2- (N, N-^fm??^^) -4-bh , P^M> > y (b) y^y 
2- (N, N-J/^fAXjl/??^^^) -4 h^rS/'Ovr (b) :7^> 
1. 3 0gSi^W5i2. 6 m 1 5:i^If4^M5 HaflJ^jRJSiBtf 5 

5 3 °C 

M£H^M 1 0 4 

(S) - 2- (N, N -i/^^-jyy.jyyT^^ Ji) -4-yj'>W»^^> 
(b) 

2- (N, N-^fW^T'E'f^) -4-^hifM> v / (b) y 5 > 
1. lOg, (S) -yji/^JWi/l^-M. 3 0 g&tf£tlft# U 1 . 8 

X H-NMR ( CDClg) 8:2. 80 (dd , J=4. 0, 1. 0, 2H 
), 2. 88 (s, 6H) , 2. 94 (dd, J = 4. 0, 1. 0, 1H) , 3 
. 35 -3. 45 (m, 1H) , 4. 07 (dd , J = 1 1 . 0, 4. 0, 
2H), 4. 39 (dd, J=ll. 0, 1. 0, 1 H) , 6. 71 (d, J 
= 8. 0, 1H) , 7. 16 (d, J = 8. 0, 1H) , 7. 35 (t, J = 8 
. 0, 1H) , 7. 4 7 ( s , 1 H) 

mw&f&w 1 o 5 

N- (2-^-dpy^>;i/) -4 h (b) 2 -:ft;i/4f3r-9- 

^ K 



9 3 



miiE#2 001-3106275 
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4-*h3f^>y(b) y<yy-Z -tDltfym 10. 0 g<Di?9UU*9 
y 1 0 0 m 1 MSCDMF4 m 1 11. 4ml ZMX-MmTV 2 

:©|^D7-f K&T H F 5 0 m 1 tCi§#U 0 °C Tr 1 -TS J-2-zf* J 
-JV10. Og0THF13OmlMCirbt. ^fiT? 3 \%mMW L 

tK2 o o m l iixf;i/i:tiffibfe 0 ^MSttR, ^^^tKi?^^ 

f§£*l&T ^ K#3. 0 0 g<DV9 U 9 > 2 0 m 1 MSr^MT" £° U 

n n ? n * - h 7 . 3 9 g i/^n^- (4 a) 7. sogoi? 
. M5:iETtli U i/ U *^>* 7 ^ n v h 7 ^ - ()nn*Ji/A- 

X H-NMR (CDCI3) 5:1. 15 (t. J = 8. 0, 3 H) , 2. 54 
(q, J = 8. 0, 2H) , 3. 47 (d, J = 2. 0, 1 H) , 3. 94 (s 
, 3 H) , 4. 35 (d % J = 2. 0, 2H) , 6. 66 (d, J = 8. 0, 

1H), 7. 12 (d, J = 8. 0, 1H ) , 7. 32 (t. J = 8. 0, 1 

H) , 7. 5 5 ( s , 1 H) 

mft&l&M 1 0 6 

2 - (5 2 ->r;i/) - 4 - ^ h^-jy^yV (b) 7=>y 

N- (2-^-^7 7*^) -4-^h^r2//<>!/ (b) ~7 ^ > - 2 - # Jltf* 
■9-^K2. 00gfflTHF60mlMi:Burgess^i7. 3 0gMi 
, liSTtjf#lfe„ /R 2 0 0 m 1 Sin*., x-^WCTttffiOfc. 

TtWiLfet, j/u A^^7A^D7h 9*7-74 -izTnm~?z>z.tiz «fc y 



2001-3106275 



#2000—0 1 8080 



[0141] 

mn&f&m i o 7 

2- ( 5 -X-<f-fr-**rW-~)\/- 2 -A -4 -H KD V (b) 7^ 

2 - ( 5 -x^-;i/tf-3f+f-y-;i,- 2 --f ;b) - 4 - * ( b) 7^ 

>2. 0 0 g&£z$ELM : it*vm2. omi zm^mm&f&w s tmm&Ki&m 
ftzfto ^ mz£ vmmit&mi . 2 4 g it^t. 

! H-NMR ( CDClg) 8:1. 33 (t , J = 8. 0, 3 H) , 2. 79 
(q, J = 8. 0, 2H) , 6. 04 (br. s, 1H) , 6. 68 ( d % J = 
8. 0, 1H) , 6. 92 (s, 1 H) , 7. 15 (d, J = 8. 0, 1H) 
, 7. 21 (t, J = 8. 0, 1H) . 7. 42 (s , 1 H) 

mft&j&m i o s 

(S) - 2- ( 5 -3L*-)\,yt*-W — Jl- 2 ->f )\/) -4 ->fV 
y^J (b) 77> 

2- ( 5 -n^Jlyf-lrW-Jl- 2 -4 A/) - 4 - b: Kn 3f S/'O !/ (b) 7 
^ > 1 . 10g, (S) */VJbJ b 1 . 24g &t>*j^# 'J7M 

1 H-NMR ( CDC13 ) 8:1. 34 ( t, J = 8. 0, 3H) , 2. 70-2 
. 2. 85 (m, 3H) . 2. 96 (t , J = 3. 0, 1 H) , 3. 40 -3 
. 45 (m, 1H) , 4. 14 (dd , J = 1 1 . 0, 4. 0, 2H ) , 4 
. 40 (dd, J = ll. 0, 1. 0, 1H) , 6. 70 (d, J = 8. 0, 1 
H) , 6. 91 (s, 1H), 7. 2 0 - 7. 3 0 (m, 2H) , 7. 44 (s 
, 1 H) 

mm&tftm 1 o 9 

N' — (4 -n Kn^r->^>V (b) -y=yy- 2 ;v) 7t ht^K? 
V K 

S^W3 6TffB'- (4 b^-^^yV (b) 7 ^ > - 2 - -Ob # ;b 
T-fe h b: K9i/ K4 . 0 g & s;* n □ * # > 4 0 m UCigflpU 



2001-3106275 



#2000—018080 



£ hxmtc 

%-NMR (DMSO— dg ) 8:1. 93 (s, 3H) , 6. 69 ( d , J 
= 7. 8, 1H) , 7. 07 (d, J = 7. 8, 1H) , 7. 27 (t, J = 7 
. 8, 1H) , 7. 65 (s, 1H) , 9. 92 (s, 1 H) , 10. 29 (s 
„ 1 H) , 10. 43 (s, 1H) 

Ifi^fftW l l o 

N-X h ^-tm;i/-N' - (4-^h^rM>777>-2-W^) bl K 
4 (b) 77>-2-^l/*j»t:F5i/'F9. Og?: 

n □ * # > i o o m i izmML. rntc h u xf^r 5. y i . omu^a 
tca^, isif^aifsLfe. mmm^xmw. mT^mm^bv^Axnm 

! H-NMR (DMSO-d 6 ) 8:1. 33 ( t , J = 8. 0, 3H) , 3. 
95 (s, 3 H) „ 4. 32 (d, J = 8. 0, 2H) , 6. 87 (d, J = 7 
. 8, 1H) , 7. 26 (d, J = 7. 8, 1 H) , 7. 44 (t, J = 7. 8 
, 1H) , 7. 65 (s, 1H) , 10. 82 (s, 1 H) , 10. 96 (s, 

1 H) 

mn&mw 1 1 1 

5 - i^^jjMi^- 2 - (4 h3r->^>V (b) 7 ^ > - 2 - >f ;b) 
-1, 3, 4 -yf^-^^T^/-;i/ 

N -x ;i/-N' - (4 - * b^ris^y/y^y ~ 2 -%)l#—)V) \L 

K^^F7. o g 3f S/fftfbU y 2 0 m 1 lCig#U 8 0tf7MDibt 



9 6 



2001-3106275 



$#2 0 0 0 — 0 1 8080 



xmm-tzztiz^vmmit&ws. o s zn&igmt Lxmr=. a 

1 H-NMR(CDC1 3 ) 8:1. 49 (t, J = 8. 0, 3H) , 3. 98 
(s, 3H) , 4. 57 (d, J = 8. 0, 2H) , 6. 73 ( d , J = 7. 8 
, 1H) , 7. 24 (d, J = 7. 8, 1H) , 7. 41 (t, J = 7. 8, 1 
H) , 7. 7 9 (s, 1 H) 

mn&f&M 1 1 2 

5 -x b*i/iJJi =-fl/- 2 - (4-bKn^r'>^>y (b) y^y- 2-4)1 
) -1, 3, 4 ->T3r -9-^7 »./-;!/ 

5 - x 2 - (4 (b)7^>-2--r;i/ 

) -l, 3, 4 -Tt^vrv-A/b. o g n n ^ # > 4 o m i izmML 

^H-NMR (DMSO-dg ) 8:1. 40 (t, J = 8. 0, 3 H) , 4. 
48 (d, J = 8. 0, 2H) , 6. 74 (d, J = 7. 8, 1H) , 7. 19 
(d, J = 7. 8, 1H) , 7. 35 (t , J = 7. 8, 1H) . 7. 90 (s 
, 1H) , 10. 46 ( b s , 1H) 

jgc*4^/*M^#e>*iMt^©#^ttfl:3 3~ffc3 9©it»;-e*>s. 

[0142] 
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[0143] 



9 8 
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#2 0 0 0- 0 1 8 0 8 0 
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[0144] 
[ft 3 5 J 




[0 14 5] 



10 0 
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[0 14 6] 



10 1 
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90 



OH 




5 




91 



- N 3 



N' 
/ 




[0148] 
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[ft 3 9] 




[0149] 

mmmi 

(S) -1- (4 - (2-fcKd3rS/-3 - (4 - (^- 7 # U > - 2 - >f ;b) fcf 
[0 15 0] 



10 4 
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[ffc4 0] 




[0151] 

m&&tiiMivnbtit=. (S) -l - (4-yv*/i?;i**i/'<y\/ (b) y 

=yy- 2 Jlfjjltf-Jl) tfD'Ji/'>l. 2g5:^^;-;H OmllC^iL 
, 4- (^-:7# U>- 2 -4)1) t°^U^>0. 8 5g&#n;*., 8 ^r^D^il^ 

1 H-NMR(CDC1 3 ) 8:1. 81-2. 20 (m, 8H) , 2. 22 ( 
t, J=ll. 7, 1H) , 2. 9 6 - 2. 5 6 (m, 1H), 2. 62-2. 
79 (m, 3H) , 3. 03 (d, J = 10. 8, 1H) , 3. 22 (d, J = 
10. 8, 1H) , 4. 10-4. 28 (m, 3H) , 6. 73 (d, J = 8. 
3, 1H) , 7. 16 (d, J = 8. 3, 1 H) , 7. 33 (t, J = 8. 3, 
1H) , 7. 3 5 - 7. 5 0 (m, 3H) , 7. 51-7. 55 (m, 1 H) 7 
. 67 (s, 1H) , 7. 81 (d, J = 8. 8, 3 H) 

mmm2 

(S) -4- (4- ( 2 -\L Kn»'>- 3 - (4- (t7jtl/>-2->f^) bf 

^Ui/V) :/n t^b^i/) (b) y^y- 2 ->f ;iQ 

[0152] 



10 5 
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[ft 4 1] 




[0153] 

mma&W2-Vmt=- (S) -4- (4-^JJ/j;M3rM>V (b) 77> 

-2--f;i,) ^;i/^u>i. 3g^^^;-;i/4 0mii:^L ) 4- (^-^^ 
vy- z --r;i/) tr^u o. 9 i g &2jtix., 8NplSlini»JSSfeLfc. mjcs««[ 

T-»$^bfei:z:5*II^^i . 8 g zm&mvtyot LT^fc 

1 H-NMR(CDC1 3 ) 5:1. 86-1. 99 (m, 4H) , 2. 21 ( 
t, J=ll. 7, 1H) , 2. 53 (t, J=ll. 2, 1H) , 2. 59- 
2. 74 (m, 3 H) , 3. 03 (d, J=10. 8, 1 H) , 3. 22 ( d , 
J = 10. 8, 1H) , 3. 70-4. 03 (m, 8H) , 4. 10-4. 27 

(rru 3H) , 6. 73 (d, J = 8. 3, 1H) , 7. 15 (d, J = 8. 3 
„ 1H) , 7. 33 (t, J = 8. 3, 1H) . 7. 37-7. 41 (m, 3H 
), 7. 49 (s. 1 H) 7. 67 (s, 1 H) , 7. 81 (d, J = 8. 8, 
3 H) 

(S) -4 - (2-bKD3r->-3 - (4 - (t7 jt !/>-2->f^) ^'J^ 

y) br;i/^-dp£/) -N-^-^;i//<>v (b) y^y- z-jjjv^^^ \^ 

[0154] 



1 0 6 



2001-3106275 



#2000—018080 



[ft 4 2] 




[0 15 5] 

mft&j&mi z-entc (s) -4 - (2 - t Kn^>- 3 - (4 - (±-7$ v 

>-2->f;i/) tr^y^y) ^nn°;b^^ri/) *<y*J (b) 77>-2-*;^ 

>$?0. 12gffiDMFiH|13mlt:^f^7^SieO. 1 8 g, h'Jl 
f;i/75>0. lmlfej;Ufi/7;';>iyxf;i/0. 1 m 1 %flQZ-^.WV 1 B# 

1 H-NMR(CDC1 3 ) 5:1. 84-1. 9 7 (m, 4H) 2. 20 (t 
, J = ll. 7, 1 H) , 2. 4 5 - 2. 5 5 (m, 1H) , 2. 59-2. 7 
9 (rru 3H) , 2. 9 9 - 3. 0 6 (m, 1H) , 3. 03 (d, J = 5. 3 
, 3H) , 3. 20 (d, J = 9. 7, 1H) , 4. 11-4. 20 (m, 3H 
) , 6. 60 (br, 1H) , 6. 70 ( d , J = 8. 3, 1 H) , 7. 08 ( 
d, J = 8. 3, 1H) , 7. 31 (t, J = 8. 3, 1 H) , 7. 35-7. 
41 (m, 3H) . 7. 59 (s, 1H) 7. 65 (s, 1 H) , 7. 78 (d 
, J = 8. 8, 3 H) 
»J4 

(S) -4 - (2-bKa^'>-3 - (4 - 2 ->f ;b) V 

J) -fU VJl**ri/) ~N, N-VH^-)]/^y\r (b) 2 -7^;i/^^r-9- 



10 7 
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5 K 
[0156] 
[ft4 3] 




[0 15 7] 

mft&l&M 12fffc (S) -4 - (2-tKD^ri/-3 - (4 - (^7*1/ 

y- 2-^)1) \zn)VJ) rfn \£)V**y) Ky-J (b) 7^>- 2 

ymo. 8g, i/^^-;bT^ >&®?i&0. 15g, h'JiW^O. 4 9m 

ij3itfi/7;y >®?^^^;i/o. 3 3 m 1 ^mmms tmrn^^m^^n-o 

1 H-NMR(CDC1 3 ) 5:1. 84-2. 00 (m, 4H) , 2. 22 ( 
t, J = l 1. 0, 1H) , 2. 4 9 - 2. 5 5 (nu 1H) , 2. 65-2. 
77 (m, 3H) , 3. 03 (brd, J = 10. 7, 1H) , 3. 16 (br 
s, 3 H) , 3. 22 (brd, J = 1 0 . 7, 1H) , 3. 36 (brs, 3 
H) , 4. 14-4. 24 (m, 3H) , 6. 72 (d, J = 8. 3, 1 H) , 

7. 16 (d, J = 8. 3, 1H) , 7. 31 (t, J = 8. 3, 1 H) , 7. 
3 9 - 7. 4 8 (nu 3H) , 7. 67 (s, 1 H) , 7. 80 (d, J = 8. 

8, 3 H) 

(S) -4 - (2-tiFn d r^-3 - (4 - (f U>- 2 -^Jl/) bf^U^ 
y) -fuXjlyt**/) — N , N-yj:^;i//<>V (b) 7 9 > - 2 - =>r -fr 



10 8 
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[0158] 
[fb4 4] 




[0159] 

mm&f&W 1 2t'Hfc (S) -4 - (2-tKn^fi/-3 - (4 - (^7*1/ 

>-2--r;i/) t°^Ui>V) ^ntr^^rj/) 'OV (b) 7^>-2-#;i/>K 

ymo. 8g ( i/Xf;i/75>0. 2 4mlJ3iO ; i/7;'J>ifyxf jl/O. 5 
m 1 £ffi^gg5£#|3 fcH«S©£]£iftf£S:*To fetl5^Sft^«0. 6 1 g 

^-NMR (CDClg ) 8:1. 19-1. 40 (m, 6H) , 1. 82- 

2. 00 (nu 4H) , 2. 22 ( t , J=l 2. 2, 1H) , 2. 49-2. 
55 (m, 1H) , 2. 6 4 - 2. 7 6 (m, 3H) , 3. 04 (brd, J = 
11. 3, 1H) . 3. 21 (brd, J=ll. 3, 1H) , 3. 43-3. 
70 (m, 4 H) , 4. 12-4. 24 (m, 3 H) , 6. 72 ( d , J = 8. 

3, 1H) , 7. 14 (d, J = 8. 3, 1H) , 7. 30 (t, J = 8. 3, 
1H) , 7. 38-7. 48 (m, 3 H) , 7. 67 (s, 1 H) , 7. 80 ( 
d, J = 8. 3 , 3 H) 

(S) -4 - (2-fcKP=frS/-3 - (4 - (i-7 $ l/y - 2 - 4 Jl) fcT^US? 
J) -Jutf/l***/) — N — ;* h^r->-N-^^;i/^> V (b) 7 > - 2 - # 



10 9 
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[ft4 5] 



\ 




[0161] 

mft&f&M 1 2tHfc (S) -4 - (2-fcKn3rS/-3 - (4 - (^7*1/ 

>-2->r;i/) bf/^Ui/V) ^"n t:;i/^-^r2/) (b) y^y-z-xjitf 

ymo. 8 g, N, 0-s;^^-;Hi 5 >i&mt&0. 24g, hU 

3 ^rasj^s/sisi^srffofeiiri^sfb^o. e 4 s zn&mvwst. \^xn 

1 H-NMR(CDC1 3 ) 5:1. 86-1. 99 (m, 4H) , 2. 22 ( 
t, J = 10. 2 > 1H) , 2. 4 9 - 2. 5 3 (m, 1H) , 2. 63-2. 
74 (m, 3H) , 3. 04 (brd, 11. 7, 1H) , 3. 22 (brd, 
11. 7, 1H) , 3. 42 ( s , 3H) , 3. 92 (s, 3H) 4. 14-4 
. 27 (m, 3H) , 6. 72 (d, J = 7. 8, 1H) , 7. 23 ( d , J = 
7. 8, 1H) , 7. 34 (t, J = 7. 8, J = 1H) , 7. 38-7. 48 

(m, 3H) , 7. 63 (s, 1 H) , 7. 67 (s, 1H) , 7. 79-7. 
8 2 (m, 3 H) 

mmm 7 

(S) -4 - (8 - (2-HKDjp^- (3 - (4-f-7jH/>-2->f;i/) H° 



1 1 0 



2001-3106275 



#2000—018080 
^Vi/J) 7 u\Z - 2 H- g D ^ y- 3 — >f ;b) ^;i/iftU 



[0162] 
[ft 4 6] 




[0163] 

SMM6t'Hfc (S) -4- (&-*fVi/Vn/**r*/-2H->;u*y- 

3-4 Jl) tJVfc U > 3 . lgJ3ck^4-(^-^^U>-2--r;iy) fcT^D £/> 
2. 5 g fefflvv ||M#!fl tH«<©iR^iR^S:ffe>ri:lcj:»J^fflfb^3. 5 

1 H-NMR(CDC1 3 ) 8:1. 86-1. 99 (nu 4H), 2. 21 ( 
t, J=ll. 7, 1H) , 2. 4 9 - 2. 5 6 (m, 1 H) , 2. 63-2. 
74 (rru 3H) , 3. 03 ( d , J = ll. 7, 1H) , 3. 22 ( d , J = 
11. 7, 1H) , 3. 42 (s, 3H) , 3. 84 (s, 3H) , 4. 14- 
4. 27 (m, 3H) , 6. 72 (d, J = 8. 3, 1H) , 7. 23 (d, J 
= 8. 3, 1H) , 7. 43 (d, J = 8. 3, 1 H) , 7. 4 4 - 7. 4 8 ( 
nu 2H) , 7. 63 (s, 1 H) , 7. 68 (s, 1 H) 7. 78-7. 82 

(m, 3 H) 

(S) -4- (8- (3- (4-t7^U>-2->f^) if 



111 
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#2000—018080 
^U^V) -7ut:)]/7t*r*/) - 2 H- 9 P ^ y- 3 ^JlfcVy 



[0164] 
[ft4 7] 




[0 16 5] 

**ffS7;bS— ^AU^tfAO. 5 5 g©THFfBii»?SlCi&fl;7;]/^— 
- 6 3 g ZMZ-^M-V 1 B£ira#Lfc. MiS?££4°ChU (S) -4- (8- 

(2-nKndrS>- (3- (4 -±y % vy- 2 ->r;b) n°^Ui>V) ^nf;i/ 

yf^rS/) -2H-^n^>-3-^f;^jl/^) ^;b^U>2. 5g®THF 
5 0ml»«S:|TU:, 3 O^Wlfet, 3tJcT H F £#tlx.^S7? $ <b JC 

lT#fc 0 Sfcj&l 6 4 - 1 6 6°C 

(s) - 8- (2-bKnjpj/- (3 - (4 -j-y* vy- 2 -^f;i/) tf/^u^' 

— n, N-y*^;i/- 2 H-»n;*>- 3— #;i//fl3r-fr^ 

Ji 

[0166] 
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[ft 4 8] 




f 

[0167] 

mn-£?f&M&T*mf=- cs) - 8-w */*?n/**is-N, n-^^-2h 

1 H-NMR(CDC1 3 ) 6:1. 86-1. 96 (m, 4H) 2. 19 (t 
, J=ll. 7, 1 H) , 2. 43-2. 55 (nu 1 H) , 2. 59-2. 8 
9 (m, 3H) , 2. 96 (s, 3 H) , 2. 97 (s, 3H), 2. 90-3 
^ . 32 (m, 2 H) , 4. 07-4. 32 (m, 3 H) , 6. 61 (s, 1H) 
, 6. 73 (d, J = 8. 3, 1H) , 6. 86 (t, J = 8. 3, 1 H) , 6 
. 93 (d, J = 8. 3, 1H) , 7. 3 5 - 7. 4 7 (m, 3H) , 7. 66 

(s, 1H) , 7. 7 8 - 7. 8 0 (m, 3 H) 

mmm 1 o 

(S) -3-gDD-6- (2-HKP^r->-3 - (4 - (t7^U>~2-^ 

- 2 -mm*?* K 

[0 16 8] 
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[0169] 

EW&f&m l 4 3-9nu-6->TVi/ - N , N — 

(b) f^7i>- 2 -*;i/sJ?^r-9-^ K0. 6gfc4 - (t7*l/>-2 

->r;i/) t^y£/>o. 4 5 g^^^Mi £H«©sjSiS&fHc i v&mit&to 

0. 4 g £^fe„ 

1 H-NMR(CDC1 3 ) 8:1. 87-1. 96 (m % 3H) , 2. 05- 
2. 22 (m, 1H) , 2. 52-2. 70 (m, 4H) , 3. 03-3. 22 

(m, 10H) , 4. 0 8 -4. 2 0 (m. 3H) , 7. 13-7. 16 (nu 
1H) , 7. 30 (d, 1H, J = l. 9), 7. 39 (d, 1 H, J = 8. 8 
), 7. 4 3 - 7. 4 8 (m, 2H) , 7. 60 (s, 1 H) , 7. 72 (d, 
1H, J = 8. 3), 7. 7 7 - 7. 8 2 (m, 3H, J = 8. 3) 

mmm 1 1 

(S) - 3-^PD-6 - (2-hKn^r'>-3 - (4 - (±Z7 $ Is y - 1 - 4 

)v) tf^u^V) yntf;i/^-^r->) — n , N-s;^^;i/^>V (b) ^*7x.y 

- 2 -^j;b3K^r-»^ K 
[0170] 
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#2000—018080 



Ut 5 0 ] 




[0171] 

Mft&t&W 1 4 X-mt=. 3 - V □ n - 6 - >f U i/ Vfr***/ — N, N - s;* 

(b) ft7x>-2 -^;b/K^r+f-^ K0. 6gt4 - (t7^l/>-l 

->r;i/) n°^u^>o. 4 5 g s^v^^mi fcfp0«ii£j&ifcf£tc<fc vmmit&m 
o. 5gs»6Mfttbm. 

^-NMR (CDC1 3 ) 6:1. 81-2. 33 (m, 3 H) , 2. 30- 
2. 37 (m, 1H) , 2. 6 2 - 2. 7 0 (m, 4H) , 3. 11-3. 17 

(m, 8H) , 3. 21-3. 25 (m, 1H) , 3. 3 5 - 3. 44 (m, 1 
H) „ 4. 02-4. 15 (m, 2H) , 4. 18-4. 22 (m, 1H) , 7 
. 15 (d, 1H, J = 6. 8), 7. 30 (s, 1H), 7. 40-7. 49 

(m, 4H) , 7. 7 5 - 7. 7 9 (m, 2 H) , 7. 88 (d, 1H, J = 7 
. 8) , 8. 10 (d, 1H, J = 8. 3) 

mmm 1 2 

(S) -1- (4 - (2-fcKn3r*>-3 - (4 - (-f- 7 * U > - 2 - >f H° 



[0172] 



2 n° 
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#2000—018080 



[ft 5 1 ] 




[0173] 

I^Mil 9tHtl- (4-^'Ji/i?^M>!/ (b) -^;f7x>- 

2-^;i/4<— ;b) t°nu^>4. og£4- u>- 2 ->f;b) tr^us; 

8-90t 

i 3 

(S) -4 - (4 - (2-fcKD3rS/-3 - (4 - * U > - 2 - >f H° 

hf 71/ s<>V (b) x > - 2 - >f ^ 

[0174] 



1 1 6 



2001-3106275 



432000 — 018080 



Ut 5 2 ] 




[0 17 5] 

mm&mMi cs) -4- (4-^ui/i/;i/t^^^>y (to 

■^*7x>- 2 ->T^/*;bJK— ^) ^E;i/zhU>l. 2g£4- 07#b>-2 
--f;i/) tfKU 1 . 0 gfrfb^jfifeMl h|lI#(7)^^(Ci: U^gft-^O. 7 
g £#£ 0 |»j&8 2 - 8 6°C 
MMW 1 4 

(S) -4 - (2-bKn^P'>-3 - (4 - (t7j?i/>-2-^f;i/) tf/^yy 

[0176] 



117 



2001-3106275 



#2000—018080 



[ft 5 3 ] 



\ 




[0 17 7] 

IS^^M 2 0 X*mtL 3r S/ - N - * h 3f S> - N - 

V (b) - 2 --r;i/^;b^"dr-9-^ K 1 . Igt4 - (t7*U>-2 

->r;b) tr^u ^> o. 8 g^^mmm i tmmcD^miz.^^mmit^mo . 8 

^-NMR (CDC 1 3 ) 6:1. 86-1. 99 (m, 4H), 2. 23 ( 
t, 1 H, J = 9. 8), 2. 4 7 - 2. 5 5 (nu 1 H) , 2. 63-2. 7 
4 (m, 3 H) , 3. 05 (d, 1H, J = 1 1 . 2), 3. 23 (d, 1 H, 
J = 1 1 . 2), 3. 43 (s, 3 H) , 3. 83 ( s , 3H) , 4. 11-4 
. 15 (m, 1H) , 4. 20-4. 27 (m, 2H) , 6. 79 (d, 1 H, 
J = 7. 8), 7. 3 5 - 7. 4 8 (m, 5H) , 7. 68 (s, 1H) , 7. 
81 (d, 3H, J = 8. 3), 8. 42 (s, 1 H) 

mmm 1 5 

(S) -4 - (2-b:Kn j r->-3 - (4 - (j-y $ vy- l ->f jv) 

^) ^DW^r^) ~N, N-^^^;UK>^ (b) f ^7x>- 2 
[0178] 



118 ffitiE# 2001-3106275 



#2000—018080 



[ft 5 4 ] 




o. 



/ 



[0 17 9] 

7T'#t (S) - 4 -N, N-£/*^-;b^> 
y (b) W7i>-2 -#;i/3K3f-y-^ K0. 5gh4 - (^-7^u>-i->r 

t 0 ^ u vy o . 4 g 7b^n»j i h mm&Kfommc *j mmit^m o . 4 

g?:MfiMi:ltife. 1*9 7-1 OOt 
1 6 

(S) -4 - (2-HKP3r->-3 - (4 - ( 6 - * h dp 7 * U > - 2 - >f 
bf^U^V) -fU^Jlyyt^-iy) -N, N-^^;i/^>y (b) ft7i> 
- 2 K 
[0180] 
Ut 5 5 ] 




o. 



/ 
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#2000—018080 



[0181] 

&&&&& n v&tc (s) -4-yijj/i;;i/t^i/-N l N-iPtmsO 

V (b) ^^-7i> - 2 -#;i/rf<3f-9-^ K 1 . 7g£4-(6-* Y$ris±W 

^'Ji/'>i. 5 g^^HiSMi ii|BI«©jRjc&iftf^ic<fc»j^ja 

^-NMR (CDC 1 3 ) 8:1. 82-2. 00 (m, 3H) , 2. 0 7- 
2. 23 (m, 1H) , 2. 5 2 - 2. 5 7 (rru 1H) , 2. 63-2. 75 

(m, 3 H) , 3. 0 2 - 3. 0 5 (m, 1 H) , 1. 10-3. 20 (bs. 
6H), 3. 91 (s, 3H) , 4. 0 9 -4. 2 3 (m, 3H) , 6. 79 ( 
d, 1H, J = 7. 9). 7. 11 (s, 1H) , 7. 14 ( d „ 1H, J = 2 
. 5) , 7. 3 0 - 7. 3 7 (m, 2H), 7. 44 (d, 1 H, J = 7. 8) 
, 7. 59 (s. 1H), 7. 69 (s, 1 H) , 7. 70 (s, 1 H) . 7. 
7 4 ( s , 1 H) 

mmm 1 7 

(S) -4 - (2-h:Ka^r->-3 - (4 - 7 U > - 2 - ;b) bf^U£/ 

y) tf;i/^-^r->) -n, n (b) ^-^--7 x >- 2 

3r-frS K (L) -TOjftjS 

[0182] 

[ffc 5 6 ] 




12 0 tfJSE# 2001-3106275 



#2000—018080 



[0183] 

mm&f&Ml 7Tf#fe (S) -4 -y»J i/^;i/^-^r5/-N t N-i/^^;i/^> 
y (b) n"7*y-2 -*;i/^^r-9-* K 1. 2gt4 - 0:7#U>-2--f 

1 7 5°C 

mum 1 s 

(s) -4- (2 -E KP3ps/- 3 - (4- 1 ->r;i/) -3, 6 

-VM Kn- 2 H-bfU 1 ->f;i/) ¥;i*3ri/) -n, N-^^^-;b 

(b) ^^7x>- 2 K 
[0184] 
[ft 5 7 ] 




[0185] 

li^^J 1 7Tffe (S) - 4 -yu 2/S?;b^-^ri/-N, N-t?^^^^> 

V ( b) mry^y- 2 -*;i/jj<^r-9-$ K2. 0gii4 - (t7«u>-2->f 
;b)-3, 6 -v\i Kn- 2 H-tfU ^> 2. 0 g &M<^, 1 hmm<DK 

1 H-NMR(CDC1 3 ) 6:2. 63-2. 81 (m, 6H) , 3. 0 5- 
3. 40 (m, 6H) , 2. 9 8 - 3. 0 2 (m, 1 H) . 3. 41-3. 44 



12 1 



miE#2 001-3106275 



#2000—018080 



(m, 1H) , 4. 17-4. 23 (m, 2H) , 4. 2 5 -4. 3 3 (m, 1 
H) % 6. 25 (s. 1H) , 6. 79 (d, 1H, J = 7. 9), 7. 32 ( 
t , 1H, J = 7 . 9), 7. 40-7. 58 (m, 2H) , 7. 60 (d, 1 
H, J = 1 0. 2), 7. 7 4 - 7. 8 3 (m, 6 H) 

mmm 1 9 

(S) - 7- (2-HKP=¥S/-3 - (4 - (±7 % Isy- 2 - 4 JV) tf^U^' 
J) 7a¥)l*3ri/) -N-^^;i//^>V (b) 2 -a^/ff^r-fr^ K 

[0 18 6] 
[ft 5 8 ] 




[0 18 7] 

Mf4^M2 4-e#fe (S) -4- (2 -t KndpS/- 3 - (4- 

y- 2-4)D if^VPJ) zfu¥;i*3cis) (b) y^y- 2-*jitf 

ymi. og, t^jiy^yo. i5g, hyif^r^^o. 63mi^«kuf 

1 H-NMR(CDC1 3 ) 8:1. 85-1. 97 (m, 4H) 2. 20 (t 
, J = 1 1 . 7. 1H) , 2. 45-2. 55 (m, 1 H) . 2. 59-2. 7 
9 (m, 3H) , 2. 9 9 - 3. 0 6 (m, 1 H) . 3. 04 (d, J = 5. 3 
, 3 H) , 3. 20 (d, J = 9. 7, 1 H) , 4. 0 7 -4. 2 7 (m, 3H 
) , 4. 18-4. 38 ( s , m) , 6. 82 (b r , 1 H) , 6. 94 ( d, 
J = 8. 3, 1H) , 7. 18 (t, J = 8. 3, 1H) , 7. 31 (t, J = 



12 2 



2001-3106275 



#2000—018080 



8. 3, 1H) , 7. 37-7. 46 (m, 3 H) , 7. 66 (s, 1 H) . 7 
. 79 (d, J = 8. 8, 3H) 

mmm 2 0 

(S) -4 - (7 - (2-bFDjp->-3 - (4 - 2 ->f ;b) fcf 

u > 

[0 18 8] 
[ft 5 9 ] 




[0189] 

IMM2 4T'#t (S) -4- (2-fc: Kn*2/- 3 - (4- (^7*1/ 

>-2->f;i/) t!/<'js?;) ^nhf;i/^-^rJ/) (b) 77>-2-^;i/!jf 

>ii. o g, ^;i^y>o. i 9 g, h i; x^;i/T ^ > o. 6 3 m l asitft/ 

1 H-NMR(CDC1 3 ) 8:1. 86-1. 99 (m, 4H) , 2. 22 ( 
t, J = ll. 7, 1H) , 2. 5 3 - 2. 5 8 (m, 1 H) , 2. 59-2. 
80 (m, 3H) , 3. 03 (d, J=10. 8, 1 H) , 3. 23 (d, J = 
10. 8. 1H) , 3. 72-4. 03 (m, 8H) , 4. 20-4. 36 (m 
, 3H) , 6. 96 (d. J = 8. 3, 1 H) , 7. 22 (t, J = 8. 3, 1 
H), 7. 25 (d, J = 8. 3, 1 H) . 7. 37-7. 41 (m, 3H) . 
7. 49 (s, 1 H) 7. 66 (s, 1 H) , 7. 81 (d, J = 8. 8, 3H 
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2001-3106275 



#2000—018080 



) 



%mM2 1 

(S) - 7- (2-HKDJpi/-3- (4 



y) -7u\*fr**i/) -N, N-s;^^;i/^>yr (b) y^y- 2 -fr 



[0190] 
[ft 6 0] 




[0191] 

JK£te/*0!2 4T?#fc (S) -4 - (2-tKn^J/-3 - (4 - (-TV # U 

>-2--r;b) tr^u^y) tf^^-^ri/) (b) 77>-2-*;^ 

>gftl. Og, *?*?-)\/7$y1&Wt1&0. 18g, h'Jif^7^>0. 63m 

J H-NMR (CDClj ) 6:1. 81-2. 01 (m, 4H) , 2. 18- 
2. 29 (nu 1H) , 2. 44-2. 58 (m, 1H) , 2. 61-2. 78 

(m, 3H) , 2. 88 (s, 3H) , 2. 95 (s, 3H) , 3. 03 (d, 
J = 10. 8, 1H) , 3. 24 (d, J=10. 8. 1 H) , 4. 20-4. 
37 (m, 3H) , 6. 95 (d, J = 7. 8, 1 H) , 7. 19 (t, J = 7 
. 8, 1H) , 7. 25 (d, J = 7. 8, 1H) , 7. 31 (s, 1 H) , 7 
. 3 8 - 7. 4 8 (m, 3H) , 7. 66 (s, 1 H) , 7. 80 (d, J = 8 
. 8, 3 H) 



12 4 



miE#2 001-3106275 



#2000—0 1 8080 

mmm 2 2 

(S) -7 - (2 -H KP^r->- 3 - (4- (f 7jfl/>-2-^;i/) fcT^US? 

7) ^p^t=ap'» -N-* h^r^-N-^^-;i/^>y (b) y^y- 2-ts 

[0 19 2] 

6 1 3 




[0193] 

Jg^«2 4lf#fe (S) -4 - (2-tKD*J/-3 - (4 - U 

>-2--f;i/) tf^U^V) tf^/^-^pi/) (b) 77>-2-^j;i/^ 

>Bfti. 0g, N, o-Wf-M;Kn^^r^o. 2 1g, h'Jxf 
^>0. 6 3 m 1 fcJctfS/T^ U >lft^x^;i/0. 3 7 m 1 W HS&M 3 £ 
^©jRJftift^ ^iltc J: ^Sft^O. 6 2 gS:SfiM«fi:bt^ 

1 H-NMR(CDC1 3 ) 8:1. 83-2. 01 (m, 4H) , 2. 2 1- 
2. 29 (m, 1H) , 2. 4 3 - 2. 5 8 (m, 1 H) , 2. 63-2. 78 

(m, 3 H) , 3. 03 (brd, J=10. 8, 1H), 3. 23 (d, J = 
10. 8, 1H) . 3. 42 (s, 3H) , 3. 86 (S, 
4. 38 (m, 3H) , 6. 98 (d, J = 7. 8. 1 H) 
= 7. 8, 1H) , 7. 38-7. 48 (m, 3H) , 7. 
7. 80 (d, J = 8. 8, 3H) 

%mm 2 3 



3H) , 4 . 2 1- 
, 7. 2 0 ( t , J 
6 6 ( s , 1H) , 
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miE#2 001-3106275 



#2000—018080 
(S) -1- (4 - (2-fcKD3rS/-3 - (4 - $ Is y - 2 - J )l) fcf/^ 



Viz j) y°u tf )b**r^) -iH-^>K-ib-2-^f;i/jjj^-;i/) -4-^ 

[0194] 
[{t6 2] 




[0 19 5] 

(s) -4 - (2-tKn^i/-3 - (4 - i/> 
gftO. 7 0g, N-^Tl/fcT'^^X). 1 6 g, h'JXf jb7^>0. 4 4m 

1 H-NMR(CDC1 3 ) S: 1. 73-2. 04 (m, 4H), 2. 16 
-2. 20 (m, 1H) , 2. 34 (s, 3H), 2. 4 9 - 2. 7 9 (m, 7 
H) , 3. 03 (d, J = 10. 7, 1 H) , 3. 15-3. 36 (m, 5H) 
, 4. 10-4. 37 (m, 3H) , 6. 54 ( d , J = 8. 3. 1H) . 6. 
93 (s, 1H) , 7. 00 (d, J = 8. 3, 1 H) , 7. 18 (t, J = 8 
. 3, 1H) , 7. 3 8 - 7. 4 6 (m, 3H) , 7. 67 (s, 1 H) , 7. 
7 8 (m, 3H) , 9 . 2 9 ( s , 1 H) 

mmm 2 4 

(S) -4 - (4 - (2-blKP3rS/-3 - (4 - (-^-7 jt 2 ->f 



1 2 6 



2001-3106275 



#2000-018080 



[0 19 6] 
Ut 6 3 ] 




[0 19 7] 

l^WJ25tHfc (S) -4 - (2-tKn^i/-3 - (4-^-7^L/> 

-2->f;i/) tf/^Ui/V) ^nt°;b^^r2/) -iH-^>K-Ji/-2-*M> 

HO. 70g, ^;i/^U>0. 14g, hyif;V75>0. 4 4 m 1 £ <fc t>* ^ 

5 g UtHfe. gfe£ 1 6 9 - 1 7 1 r 

H»J2 5 

(S) -1- (4- (2 -tl KD3rS/-3 - (4- (t7 b>- 2 bl° 

^U^V) ^nhf;i/^^ps/) -iH-^>F-^-2->f;^;a-^) bfnu 
Vy 3X2 

[0 19 8] 



12 7 



JfJ$E# 2001-3106275 



#2000—018080 



[ft 6 4 ] 




[0199] 

I^»J2 5T'#fc (s) -4 - (2-tKn^»/-3 - (4-±y*vy 
¥kvvj) 7ntfji7i-*ri/) - i H->r > K-;v- 2 

^0. 70g, tfnU^>0. llg, h'Jxf;i/7^>0. 4 4 m 1 J3<kt5S/ 
7;U yWlty^^O . 2 7 in 1 fcHfilODjKlSiSI^&ff e> ZlfclCj: 

mit&mo. 2 4 g Lxmr=.. m& 1 5 8 - i 6 i °c 

mmm 2 6 

(R) -1- (4 - (2-HKP3rS/-3 - (4 - » l/> - 2 - >f bf 

[0 2 0 0] 
[ft6 5] 




[0 2 0 1] 



12 8 



001-3106275 



#2000—018080 



( R ) - f U is isJV J is Is - h J: l> J3§miE?f£M 25t |ii|«3(Z>i5JSglf£lC «fc U # 
?>tlS (R) -4- (2 -fc Kn=5f */- 3 - (4 2 ->T;b) tT^ 
US/V) ynfM^ri/) - 1 H->f > K-;b- 2 -j{j;Htf>Bft 1 . 0gl:ffiV\ 
, fc°DU^>0. 30g, h'Jxf;b7^>3. Omlfeitfi/Ty'J^Syi 

f;i/o. 3 omit, mmw3 tmmnfcfcMftzfio zii\z£vmmfc£<voo 

. 54g^0Mltbt^t, i*2 1 1-2 121C 
2 7 

(R) -4 - (2-blFn^r->-3 - (4 - (-f- 7 # ]/ y - 2 - J bT^ U 
y) ^nW^r'» -N, N-^'^^;U- 1 H->f > K-;i^- 2 -^j;i/7^^rjj- 

[0 2 0 2] 
[ft 6 6 ] 




[0 2 0 3 ] 

( R) -7 Vis Vfr J is Is - h J: »; Ifi^^M 2 5 £ 3«©jRJG5iBfHc J: »; f# 
e>*lS (R) -4- (2-tKD#J/-3 - (4 -±y* uy- 2 ->r;i/) fcf* 
Ui/V) ^D^M^ri/) - 1 H->f> K-;i/~ 2 -*;i//K>Sft 1. Og&ffl^ 
, S^f^l/TS >^®Ei&0. 3g, hUif/I/7<>3. 0 m 1 £ <fctf2/7 / U 

ymv^jvo. 3 m it, mmm3 nm&e> zifoz. ttcj; vmmit 

2 4 g SB feigns LT#t„ 1 5 8 - 1 6 0 °C 

H1M2 8 

4- (2-bKDf'>-3- (2- (2-t7h^r'» X^;i/7*>Q ^D^l 



12 9 



ffiftE# 2001-3106275 



#2000—0 1 8080 

lH-4> K-;i/- 2 -9-^ K 

[0 2 0 4] 
[ft6 7] 




[0 2 0 5] 

4 -yij i/i/;i/^-^ri/- lH->f> K-^-*;i^3J?=5p-9-^ K0. 7 0 g «fc 
2- (2-t7h^i/) x^-;i/T^>o. 7 0g?:MK HJgM 1 h iwi^co^i^ 
Sf^Srfr 3 £ £ ic <fc *J 3tfflrt;-£& 0 . 5 7g$:eM B H s i:lT#fe 0 i*l2 
5-1 2 6 °C 
MteW 2 9 

(S) -4- ( 2 -\l KD^r->- 3 - (4- (t7^l/>-2-^^) bT^US? 
[0 2 0 6] 



13 0 



2001-3106275 



#2000—018080 



lit 6 8] 



o. 




[0 2 0 7] 

I^M2 6f#fc (S) -4 - (2-fcKD^rS/-3 - (4 - (t7*l/ 

>-2->r;i/) t°^ui/V) tr;i/^-dps/) - 1 -*^;i/--r > K-;b- 2 - 

XJitfymi. 0g, j*^-;i/T ^ >J&^i&o. 2g, bUiW^l. 0m 
180-183 °C 

! H-NMR (CDC 1 3 ) 8:1. 87 — 1. 96 (m, 4H), 2. 19- 
2. 50 (m, 1 H) , 2. 5 0 - 2. 8 0 (m, 4 H) , 2. 90-3. 20 

(m, 4H), 3. 21 (m, 1 H) , 4. 04 (s, 3H) , 4. 14-4. 
18 (m, 3H) , 6. 19 (brs, 1 H) 6. 55 (d, J = 7. 8, 1H 
) , 6. 98-7. 08 (rru 2H) , 7. 20 — 7. 22 (m, 1H) , 7. 
38-7. 46 (m, 3H) , 7. 66 (rru 1H) , 7. 79-7. 81 (m 
, 3 H) 

nt&mz 0 

(S) -4 - (2-bKD^'>-3 - (4 - $ Uy - 2 -4 )l) fcT^U^ 

J) -/n^iiTtiri/) - 1 - ^ ^ ;b - n , N-^^^;i/->f > K-;i/- 2 

[0 2 0 8] 



1 3 1 



ffilE# 2001-3106275 



#2000—018080 



[ft 6 9 ] 




[0 2 0 9] 

IMf 2 6lrffc (S) -4- (2-H Kn*$/-3 - (4- (^7*1/ 

jjfrtfymo. 6g, ^'^f;i/7 5>M^o. 3g, h'jiw^i. o 

ml, J3 U >fift^x-^;bO. Sml&ffi^, HifcM 3 £ Rfil<Z)M/SS 

tf^T^r^fcj: u^IIffcit?#(0. 6 g§:MM a H at lt#fe„ i*14 6- 
1 4 8 °C 

1 H-NMR(CDC1 3 ) 8:1. 84 — 1. 93 (m, 4 H) , 2. 16- 
2. 20 (m, 1H) . 2. 50-2. 80 ( m, 4H), 3. 00-3. 40 

(m, 8H), 3. 81 (s, 3H) , 4. 10-4. 30 (m, 3 H) , 6. 
54 (d, J = 8. 4, 1H) , 6. 77 (s, 1H) , 6. 96 (d, J = 8 
. 3, 1H) , 7. 18 (dd, J = 7. 8, 7. 8, 1H) , 7. 24 (s, 
1H) , 7. 36-7. 45 (m, 3H) , 7. 64 ( s , 1 H) , 7. 78 ( 
d, J = 7. 8, 2 H) 

mmmz 1 

(S) -1- (4 - (2-bKP^r'>-3 - (4 - (^-7 1/ > - 2 - >f £° 
[0210] 



13 2 



ffiIE# 2001-3106275 



#2000—018080 



[ft 7 0 ] 





[0 2 1 1 ] 

MWJ26Tf!fe (S) -4 - (2-b:Kn3fS/-3 - (4 - (-^7*1/ 

>-2--f;i/) tf/KUi/V) vjiyt**/) - l -^^;u--f > 2 - 

8g, trnu^>o. 5 ml, huiw^o. 5m 1, £ 

'h-NMR (CDC lg ) 8:1. 84 — 2. 04 (m, 9H) , 2. 23 ( 
nu 1H) , 2. 50 (m, 1H) , 2. 6 6 - 2. 8 0 (m, 2H) , 3. 0 
0-3. 30 (m, 2H) , 3. 6 0 - 3. 8 0 (m, 4H) , 3. 92 (s, 
3 H) , 4. 00-4. 30 (m, 3H) , 6. 55 (d, J = 7. 8, 1H) 
, 6. 89 (s, 1H) , 6. 99 (d, J = 8. 3, 1 H) , 7. 22 (dd 
, J = 7. 8, 8. 3, 1H) , 7. 38 (s, 1 H) , 7. 4 0 - 7. 4 7 ( 
m, 3H) , 7. 66 (s, 1 H) , 7. 80 (d, J = 7. 3, 2 H) 
2 

(S) -4 - (2-bKD^'>-3 - (4 - (1-7 # Uy- 2 -4)1) U i? 

j) 7°n¥jiyt*i/) -l - (2-^^;vy°u\^;i) -4 > K-;i/- 2 
>^ n - * ^;^y ^ K%Bft& i / 2 ?Kfti4fr 

[0212] 



13 3 



mtE# 2001-3106275 



#2000—018080 



[ft7 1] 

Q 




M»j2 7T'#fc (S) -4- (2-kK0^i/-3 - (4- (^-y#U 

>-2--r;b) h°a;ijs/V) ^ , ntr;i/5r^rS/) -l - ( 2 -a^-^zfu tfji) - 
<4 > K-;i/- 2 -*;i/3jf>Bft i . o gl >&g?&o. 2 g, huxf 

;i/T^>0. 7ml. 5/r;U>ii?lf^0. 5 m 1 HJfeM 3 h l^tt 

□ n'M-f;i/^ l nj&sk vy°n tf;i/?M£2fax., *fmL 12 

«L^ja^fb^O. 7 g S^ftfe^fHh LT?#£ 0 ijSl0 8-110lC 
1 H-NMR(CD 3 OD) 8:1. 10-1. 12 (m, 7H) , 2. 0 9- 
2. 24 (m, 5H) , 2. 91 (s, 3H) , 3. 11-3. 60 (m, 4H 
), 3. 8 4 - 3. 9 2 (nu 2H) , 4. 15-4. 25 (m, 2H) , 4. 
37 (d, J=7. 4, 2H) , 4. 57 (m, 1 H) , 6. 60 (d, J = 7 
. 8, 1H) , 7. 09 (d, J = 8. 3, 1H) , 7. 16-7. 22 (m, 
2H) , 7. 4 3 - 7. 4 6 (m, 3H) , 7. 7 4 - 7. 8 6 7 (m, 4H) 

mmm 3 3 

(S) -4 - (2-fcKP3rS/-3- (4 - (t7 2 tf^U^ 

y) 7u ¥jv*3ris) - l- (2 -^^;i/^ptf;i/) ->f y K-;b- 2 
>S? n, N-^'^f ;i/7^ F jfe^jfe i/2?Kfn#i 

[02 14] 

13 4 miE# 2001-3106275 



#2000—018080 



[ft 7 2 ] 




[0215] 

IMM27tHfe (S) -4 - (2-kFndpJ/-3 - (4 - (^7*1/ 
>-2--r;b) tf^Ui/V) ^nif;bt^i/) - l- (2 -^^-;b^"ntf;b) - 
>f > K-;i/- 2 -*;i/3j?>gft i . og, i/^f ;i/7 5 >Si^o. 2 g, h'jx 
^;i/T^>0. 7ml, £ <fctfS/T j y >^^x^-;i/0. 5mUffiV\ HJfcM 
3 fcHSSaM/Siftfl; «fc y^Sft-^&O. 6 g &&i$&*g,5lfc ITU 
Rfcj& 108-1 ion 

1 H-NMR(CD 3 OD) 5:1. 10-1. 12 (m, 7H) , 2. 03 ( 

nu 1 H) 2. 10-2. 30 (m, 4H) , 3. 0 0 - 3. 4 0 (m, 8 H) 

, 3. 4 0 -3. 6 0 (m, 2H) , 3. 8 0 - 3. 9 5 (m, 2H) , 4. 1 
2 (d, J = 7. 8, 2H) , 4. 2 0 -4. 2 5 (m, 2H) , 4. 57 (m 

, 1H), 6. 62 (d, J = 7. 8, 1 H) , 6. 87 (s, 1 H) , 7. 1 

0 (d, J = 8. 3, 1H) , 7. 17 (dd, J = 7. 8, 8. 3m, 1 H) 
, 7. 4 3 - 7. 4 9 (m, 3H) , 7. 7 4 - 7. 8 6 (m, 4 H) 

mmm 3 4 

(S) -1- (4 - (2-HKpjpj/-3 - (4 - (-^7»l/>-2->f^) fcf 

^U^V) ^°;b^-^r>>) -1- --f>K-;b-2- 

[0216] 



13 5 



2001-3106275 



#2000—018080 



[it 7 3 ] 




[0 2 17] 

M^J2 7~emti (S) -4- (2-tKD^Fi/-3 - (4- (^7*1/ 

>-2--f;b) tf^Ui/V) :/n tf^^-dps/) - l- (2 -*^-;i^n tf;b) - 
> K-;i/- 2 -fijitfym i . og, t°n'Ji/>o. 2 mi, hum^r^ 

>0. 7ml, J/7;U>ii/Xf;i/0. 5 m 1 £Mvv HIi3 £.m&<DR& 
- 1 0 6 °C 

1 H-NMR(CD 3 OD) 5:0. 79-0. 81 (m, 7H) , 1. 9 1 — 
2. 14 (m, 9 H) , 3. 00-3. 40 (m, 4H) , 3. 60-3. 80 

(m, 6H) , 4. 15-4. 25 (m, 4H) , 4. 57 (m, 1H) , 6. 
61 (d, J = 7. 8, 1H) , 6. 98 (s, 1H) , 7. 08 ( d , J = 8 
. 3, 1H) , 7. 20 (dd, J = 7. 8, 8. 3m, 1 H) , 7. 42-7 
. 69 (m, 3H), 7. 7 2 - 7. 8 4 (m, 4 H) 

m^o 3 5 

(S) -1- (2- (5 1, 2, 4-t^»y'7';-/l/-3-^^) 
(b) y^y- 4 --f ;b>T^r->) - 3- (4 - (t7jtl/>-2->f^) 

bf^Ui;;) -2-^p;w-ji/ 

[0218] 



13 6 



miE#2 001-3106275 



#2000—018080 



Ut 1 4 ] 




[0219] 

\ tzmtz. (S) - 3- (4 ->f\) i; Vfryt* is s<>V (b) 
>-2--r;b) -5-^^;i/-i, 2, 4 -^-dp-y-i/'ry-;i/0. 4 5g£J:t>* 

4- 0"7# b>- 2 ->T;i/) bf^Ui/'>0. 3 5 g £ffl^iy£M3 Hm&<DR 
- 1 4 8 °C 

(s) -l- (2- (5-^^;i/-i, 2, 4 -^-dp-9-^'7-7-;i/- 3 -^f;i/) 
(b) y^y- 7 -3- (4- u>- 2 ->f;i/) 

^ ^ ij ij j ) - 2 - -f n /nV - ;i/ 

[0 2 2 0] 
Ut 7 5 ] 




13 7 



ffi|E# 2001-3106275 



#2000—018080 



[0 2 2 1 ] 

MM£-f&M3 5 (S) - 3- (7 -yij (h) -7=r 

y- 2 ->f ;b) - 5 1 , 2, 4 -;*3fif-S?7 . 7g£ e fct>*4 

- (i-y& vy- 2 ->r;i/) tf^u^vi. 3 g fcffiv^igfll i fcH&<z>MJ£ift 

^&fTofct3 5MM2. 0 g Ltlfe. it£ 1 6 9 - 1 7 

0 °c 



(S) -1- (2- (5-^^;i/-l, 3, 4-t^f^7'/-^-2-^jl/) 

/<yj (b) y^y- 4 ->f;i/^-^r S/) - 3- (4 - (^-7 2 ->f 

[0 2 2 2] 
[ft 7 6 ] 



[0 2 2 3] 

M*4-£j*0!f 3 9 "e&fc (S) - 2- (4 -^U >>i/;i/^^i/^>^/ (b) 7 5> 
>-2->T;i/) - 5 1 , 3, 4 -**-VVT)/-JlO. 3 3g£<fctf 

4- (^-7* 2 ->f;i/) fcT^U^X). 2 6 g 1 £.m&HDfc 

it&toO. 3 0 g £&3t&Jg||i: Ltffc. Bfij& 1 5 8 - 1 6 0 °C 

mmm 3 8 

(s) -1- (2- (5-h'j7;i/tn^f;i/-i, 3, 4 -t»»y7 



J60H3 7 




13 8 



2001-3106275 



#2000—018080 



-2-4)1) (b) y^y- 4 -4M*V) - 3- (4- (i-7#i/y 

-2-4)1) tf^US/V) -)l 

[0 2 2 4] 

[ft7 7] 




[0 2 2 5] 

IMi5 1 (S) -2 - (4-^'Ji/^I/t^i/^>!/ (b) 7^ 

>-2->f^/) -5-hV7^n^f^-i, 3, 4 -7r3f-9-^*y . 

Og&i^M- (i-7$ Uy- 2 -4)1) tT^U^>0. 7 5 g 5:ffiVA||ifeM 1 
i:|Bl^^^^^$:«ofei:^5^^(:^0. 5 g lWc a 
1 H-NMR(CDC1 3 ) 8:1. 87-2. 00 (m, 4H) , 2. 23 ( 
t, J=ll. 7, 1H) , 2. 51-2. 58 (nu 1H) , 2. 63-2. 
76 (m, 3H) , 3. 05 (brd, J = 10. 3, 1H) , 3. 23 (br 
d, 1 H-NMRJ=10. 3, 1H) , 4. 15-4. 26 (m, 3 H) , 6 
. 79 (d, J = 8. 3, 1H) , 7. 26 (d, J = 8. 3, 1H) , 7. 3 
9-7. 48 (m, 4 H) , 7. 64 (s, 1 H) , 7. 80 (d, J = 8. 3 
, 4 H) 

9 

(S) -1- (2- (5-^^-;i/-l, 3, 4 -**rWT "J-)V- 2 ~4 )V) 
Ky-J (b) y^y- 7 -4)l**ri/) -3- (4- {±7 % isy- 2 -4 )V) 
bT^u ) - 2-zfnnj -)i 



13 9 



ffiSE# 2001-3106275 



#2000—018080 



[0 2 2 6] 
[ft 7 8 ] 




[0 2 2 7] 



S^ffi|4 0 (S) - 2- (7-^h^i//<>y(b) 7v>-2- 

>r;i/) -5-^^-;i/-i, 3, 4 -**r4j-*?7\r-ju8. o g(Dmt^^uy I 

T^jfeitf)^, «JEbig*8U 7-tKndPi/-2- (5-*^;b-l, 3, 4-* 
^y?!/-^- 2 (b) 7 7>ffl*60 6. Og^fe. * 
COtjCDi: (S) ->fV */*?JbJ 7. 2 5g^i/^fj^jbA7U*10 

OmllJlU »'J^M lg£#[l/L> 5 0t;t2Wibt o 

. r©$frfKJ*IK#£:4 - uy- 2 ->f;i/) tr^y y 5 0 

T?\ ^fflffc-^ft 3 . 0 g £$>Stfe^H£ lt#f:. 8,^1 4 0 - 1 4 2TC 
^H-NMR (DMSO— dg ) 3:1. 77-1. 83 (m, 4H), 2. 2 
0-2. 25 (m, 2H), 2. 4 7 - 2. 6 6 (m, 3 H) , 2. 62 (s, 
3 H) , 3. 04-3. 13 (m, 2H) , 4. 17 (m, 2H) , 4. 30 ( 
m, 1H) , 5. 02 (bs, 1H) , 7. 14 (d, J = 7. 8, 1H) , 7 



14 0 



2001-3106275 



#2000—018080 



. 29 (t, J = 7. 8, 1H) , 7. 34 (d, J = 7. 8, 1 H) , 7. 4 
1-7. 48 (m, 3H) , 7. 70 (s, 1H) , 7. 72 (s, 1 H) , 7 
. 8 1-7. 84 (nu 3 H) 

0 

(s) -l- (2- (5-b'j7Mn^f^-i, 3, 4 ->r^r-9-^yy-;b 

-2->f;i/) (b) V=yy- 7 ->f ;i/*-3rS/) -3- (4- (t7j?l/> 

-2->f;b) tl'^U^V) - 2 

[0 2 2 8] 

[ft 7 9 ] 




[0 2 2 9] 

M»J5 5t#fc (S) - 2- (4-^'JS/^^J/^>l/ (b) 7^ 
>-2->f^) -5-h'j7MD^f;i/-l, 3, 4 l/-;H . 
0g£J:tM- (^-7* L/>- 2 ->f tf/^US;>0. 8 0 g £M V^JfeM 1 
iH^«CDiS/iS:g|f^S:ffofci:ci5^ja'fb^4*0. 3 5 gS:^M»i:U#fe 
. 1 H-NMR(CDC1 3 ) 5:1. 81-2. 00 (m, 4H) , 2. 21 
-2. 25 (m, 1 H) , 2. 4 7 - 2. 6 0 (m, 1H) , 2. 60-2. 7 
9 (m, 3 H) , 3. 07 (d, J = 9. 8. 1H) , 3. 21-3. 30 (m 
, 1H) , 4. 23-4. 31 (m, 3H) , 7. 0 2 - 7. 0 9 (m, 1 H) 
„ 7. 21-7. 36 (m, 3H) , 7. 4 0 - 7. 5 4 (m. 3 H) , 7. 6 
8 (s, 1H) , 7. 81 (d, J = 7. 8, 1 H) 
1 



14 1 



ffifl4$2 001-3106275 



#2 000-018080 



(S) -1- (2- 1, 3, 4-t^^7'7-;i/-2-^jl/) 

K>y (b) f^7i>- 4 -^;byr^r-» -3- (4- (^-7*U>-2-^ 

[0 2 3 0] 

Ut 8 o ] 



[0 2 3 1] 

MM4 3t'#t2- (4-tKD^fi/ (b) K>!/ft7i>-2->f 

-5-*^;b-i, 3, 4 -^dp-9-i/r^-;n . 4g£ (s) ->fvw 
;Wi/l/-M. 3 g^^fj^;i/A7 5 K l 5ml ic$gfl?u ^Bfc* U ?A 

uy- z-j >i) ^'Ji/ - >l:^^;-;i/2 0mi(:iii, l^raMiS^b 
^nntwi/A/^;-;i/) fcTTOiJ-£^£icj; u^M^-^%0. 36g^ 

: H-NMR (DMSO-d 6 ) 5 : 1. 7 7 - 1. 8 5 (m, 4 H) , 2. 
18-2. 25 (m, 2H) , 2. 49-2. 68 (m, 3H) , 2. 61 (s 
, 3H) , 3. 05-3. 15 (m, 2 H) , 4. 18 (m, 2H) . 4. 36 

(m, 1H) , 5. 02 (bs, 1H) , 7. 01 (d, J = 7. 8, 1 H) , 
7. 32 (t. J = 7. 8. 1H) , 7. 34 (d, J = 7. 8, 1 H) , 7. 




14 2 



2001-3106275 



#2000—018080 



41-7. 48 (m, 3H) , 7. 74 (s, 1 H) , 7. 81-7. 84 (m 
, 3H) , 8. 0 7 ( s , 1 H) 

(s) -l- (2- (5-*^;i/-i, 3, 4 -nr*?wy 2 

-lH--f>K-;i/-4-^;i/t^r^) -3- (4- U>- 2 - 4 JV) 

[0 2 3 2] 
[ft 8 1 ] 



[0 2 3 3] 

IftMi4 5t'l!t4-^>i/';i/t^i/-2- 3, 4- 

2 ->r;i/) - ih-^>f-^-5. ogH^;-;i/-^ 

^f;i/tWl/AT^F (3 : 2) 5 0 0ml[C^U 5 W Aj^jji 0 . 

mi±mmbfr 0 mbnfcA-nFu**/- 2 - (5-*^;i/-i, 3, 4-^-^ 

\r-ji- 2 -^f;i/) ->r > F-;i/-©i/^fji/*;vA7^ KJSSKic (s) 
-^u */ u- h 4 g amm* u ?A4 . 2g&fti 5 or;-?* strain 

^Lfe 0 ^j^^^^TKfcffig-, iixfii/TtaiLf:. ^fliM&ffifp^fbr^^ 




14 3 



£fJIIE# 2001-3106275 



#2000—01 8080 



215-217 °C 

! H-NMR (DMSO-d 6 ) 8 : 1. 7 8 - 1. 8 3 (m, 4 H) , 2. 
2 2 - 2. 2 5 (m, 2H) , 2. 51-2. 63 (m, 3H) , 2. 58 (s 
„ 3H), 3. 05-3. 13 (m, 2 H) , 4. 05 (rru 1H) , 4. 16 

(m, 2H) , 4. 89 (bs, 1 H) , 6. 58 (d, J = 7. 8, 1H) . 
7. 04 (d, J = 7. 8, 1H) , 7. 13-7. 19 (m, 2H) , 7. 4 
2 (m, 3H) , 7. 70 ( s , 1 H) , 7. 82 (m, 3H), 12. 16 ( 
s, 1 H) 
Hffiffl4 3 

(S) - 3- (4 - (t7jfU>-2-^f;i/) tl°/^U^V) -1- (2- (5- 

7^-;b- i , 3, 4 -*-3r-frs?7yr-;i/- 2 ->f;u) (b) 

[0 2 3 4] 
[ft 8 2 ] 




[0 2 3 5] 

IMM4 7tit2- (7 -;* h3fS//Ovr (b) -7^>2--f;i/) -5 
-7i3-l, 3, 4-t^i/'7!/-^3. 7gfflM^f l/>100ml 



14 4 



ffi!£#2 001-3106275 



#2000—018080 



1, 3, 4-t^rf^ry-;i/-2-^;i/) 'OV (b) 7 9 >0>$H&j|giS& 2 . 

7gS#fc. ztit (s) -^'JS/^;j/u-h2. 6g^^f;i/^;i/A7 

te*mmi- h v v j*-v&isk(D&. m&mmi,. i. i 

t51il7fMfl:^«2. 3 g Jlh LT#7c„ B1& 7 8 - 8 0 °C 

1 H-NMR (DMSO-dg) 6 : 1. 7 7 - 1. 8 3 (m, 4 H) , 2. 2 
1-2. 23 (m, 2H), 2. 51-2. 66 (m, 3 H) „ 3. 05-3. 
14 (m, 2 H) , 4. 18 (m, 2H) , 4. 33 (m, 1H) , 5. 05 ( 
bs % 1H) , 7. 18 (d, J = 7. 8, 1H) , 7. 32 (t, J = 7. 8 

, 1H) , 7. 3 8 - 7. 4 4 (nu 4H) . 7. 6 5 - 7. 7 0 (m, 4 H) 

, 7. 8 0- 7. 8 4 (m, 3H) , 7. 90 (s, 1 H) , 8. 18 (m, 2 

H) 

WI4 4 

(S) -1- (2- 1, 2, 4 -*4cWT'J-Jl- 5 -4 )l) 

Kyy* (b) y^y-4 -Jju***/) -3- (4- (t7^l/>-2-^ji/) 

[0 2 3 6] 



14 5 



ffi!E4f 2001-3106275 



#2000—018080 



[ft 8 3 ] 




[0 2 3 7] 

IM^f 5 8T'||fe (S) -5- (4 -yij i/^;b^^r^^>V (b) 7^ 
>-2--r;u) - 3 ;b- l , 2, 4-t^i/7 , ;-;i/0. 4 6 gfej;^ 

- 3 3 g LXmt=. a m&2 1 6 - 2 1 8TC 

HS6M4 5 

(S) -3- (4- U>- 2 ~^f;i/) bT/<U^y) -1- (2- (3- 

*^;i/-i, 2, 4 r 5 --f;i/) (b) ^jfy^y- 

4 - 4 )l*3ris) - 2 -zfurtj -71/ 
[0 2 3 8] 



14 6 



miiE#2 001-3106275 



#2000—018080 



[ft 8 4 J 




[0 2 3 9] 

K^«6 1f#fe (S) -5- (4 -yj i/^;i/^-^ri/^>V (b) ^tf 
7i>-2->f^) - 3 1 , 2, 4-t^i?T!/--'H. 5 g £ «fc 
tf4- (^-7* U>- 2 ->T;b) fcf^U^>l. Og&ffiV^ njgw 1 £ rafli© 
MffcM^C J: Uplift 1 . 5 g LT#fc. ii,18 0-18 2 

°c 

mmwi 6 

(s) - 3- (4- a-? * vi/- i ->r;i/) t°^u^v) - l- (2- (3- 

2, 4-t^r»^7!/-^-5->f^) /QV (b) ft7x>- 

4 ->r;i/^-^r>>) - 2 -^n^y -;^aaft*S 

[0 2 4 0] 
[ft 8 5 ] 




14 7 



ffilE4# 2001-3106275 



#2000—018080 



[0 2 4 1 ] 

If^n^M 6 i -e?H7c 5 - (4-y>ji/i/';i/t^i/^> i y (b) **7^y- 

2-^(11) - 3-**fl/- 1, 2, 4 -itr^Vy y-;i/0. 7 3 g ££^4 - 
(■*-:7* U>- 1 ->r;i/) fcf^U^>l. 0g$:Mi\ HJ6^1 fcH&0>jRJC&IS 
f^JC«fc»J»fe^ifel. 5g^^ B B B tlTffe 0 £*i£gmx^;Wcig#L 

^»J4 7 

(s) - l- (2- (i, 5 - s/*^;i/ti°5^7-;i/- 3 ->r;i/) (b) 7 

4 ->f ;i/*-3r*/) -3 - (4 - (^7*l/>-2->f;i/) tf^US/V) - 

2-^dav-;i/ 1/4 

[0 2 4 2] 
[ft 8 6 ] 




[0 2 4 3] 

JlfMM6 3T^t (S) -3- (4 -yij i/V)\,**ct/^y^ (b) 7^ 

>-2->r;b) -l, 5 -v*3-ji\z ^^J-jvo. 2gt.4- a-7#uy-2 
->r;b) b:/s:u^>o. 1 5 g^^^M 1 tmm^^mmzj: v^mit^m 

0 . 1 6 g Sft*, 1 5 5 - 1 5 7 °C 

mt&M4 8 

(S) -1- (2- ( 5 -^^;i/>f^r-^ !/-;!/- 2 — < /<> V (b) 7 ^ > 
- 7 ->f ;i/*-3r*/) - 3- (4- (^-7 U>- 2 ->T;i/) bf^US?>0 -2- 



1 4 8 



a}!E#2 001-3106275 



#2000—018080 



[0 2 4 4] 
[fb8 7] 




[0 2 4 5] 

IMfj6 5T'ffc2- (7-tKD*M>!/ (b) 7 9 > - 2 ->f 
- 5 ^ -9- 2. Ogfeit; (S) -^Ui/^>;i/U-M. 8 
g i £m&<DRfoWtmz& y (s) - 7 -yy 

2- ( 5 -*r)]/**rW-J\/- 2 ->f;i/) /<>y (b) V =y > 1 . 5g?:ffc 

. #;vm?4- (^-^^ u>- l ->f;i/) tr^u^X). 7gtiIiU» 

mmm* 9 

(S) -1- (2- (3 -**Jl>( Verity-;!/- 5 ->f;i/) (b) 7 ^ 

>- 7 -JJ\/yt*r*/) - 3- (4- (f7j?U>-2-^Jl/) tf^ U ) -2 

[0 2 4 6] 



14 9 



ttJU# 2001-3106275 



#2000—018080 



[ft 8 8 J 




[0 2 4 7] 



/ mn&f&M6 6t#fc 5 - (7 - * h (b) 75>-2->f;i/) - 

;Hv^rty-;i/2. 0 4 g n* 3 0 m nc$gji¥u -4 

7AT'Kl0t, MJdhjgifegU 5- (7 -\l Kn^ri//<>y (b) 7 ^ > - 2 - 
-f;i/) - 3 -^^;i/>f Verity -;i/CD^^M^f 1 . 9 6g^t 0 £0>%<Z)fc ( 
S) -^y h 2. 5g^J/^f Jl/*;i/A75 F2 0mli:i)j?L 

ftfftiHttt 4 - (^-?# 2 --r;i/) ^y^>^^^;-;i/20miic^ 

£.lx. mmit&m2. 9 3g^t a 

H — NM R (DMSO-d 6 ) 5 : 1. 9 3 - 2. 2 5 (m, 4 H) , 2. 
33 (s, 3H) , 2. 7 5 - 3. 3 5 (m, 5H) , 3. 65 (m, 2H) , 
4. 27 (m, 2 H) , 4. 48 (m, 1 H) , 5. 00 (bs, 1 H) , 6. 
91 (s, 1H) , 7. 11 (d, J = 7. 8, 1H) , 7. 27 (t, J = 7 
. 8, 1H) , 7. 34 (d, J = 7. 8, 1 H) , 7. 4 5 - 7. 5 4 (m, 
4H) , 7. 74 (s, 1H) , 7. 88 (m, 3H) 



15 0 



ffifiE# 2001-3106275 



#2000—018080 



U&W 5 0 
(S) - 1 - (2 



- ( 2 - ^^■;v^r^J-)i- 4 ->f;i/) K>y (b) 



4 ->( -3- (4- 2 ->f;i/) H'^'j^V) -2-^ 



[0 2 4 8] 
Iffc8 9] 




[0 2 4 9] 

If^M6 7 T*#£4 - (4 b*i/s<yV (b) 7^>-2--T;i/) - 
2-^fM7!/-;i/2. 7g^j;^W^i7. 5g=fefl3^^fl|5 
fcl«8i©jRJSiftf£tcJ: »; 4 - (4-tKo^ri/K>y (b) 2 --f ;b) 

-2-^fMT^;v2. o g utf&fc. (s) -yy*/ 

^;i/l/-H2. 9 g£<J:t>*j^#U ?A3. l g v^}llN$#I 2 £ |s|$t 
0>£/£iftf£S:*?^ (S) -4- (4 -^y i/^i/t*i/^>y (b) 
->f;i/) - 2 -*^;i/^r ^-;i/2. l g&SfeMfttbtife. rtfm&ifc 

©jKlSlftf^Sr^f^rilfcj: y^S-ffc^O. 3 g £ a&*SHr£ L T^£„ jtftj& 1 
4 8 - 1 5 0 °C 
H»J 5 1 

(S) -1- (2- (2- (5-*^;i/-l, 3, 4 -a-fr-fr^yv/-;!/- 2 - 



>f;i/) 7i-;vt^'» - 3- (4 

) - 2 --/p AV 



15 1 



mi£# 2001-3106275 



#2000—018080 



[0 2 5 0] 
lit 9 0] 




[0 2 5 1 ] 

MW^ffiffl 6 8 fife, 2- (2' -tFn^i/Xf'Jii/) l 

, 3, 4-t*tyr!/-M. 5gfflDMFM20mU:, ^tA'J-?A2 

. Ogtti, ££,ic (s) -yjj/^;i/i/-M. 9g£#nx.£^, 4 0 
&#fc„ ifflMM 1. 3gtC^^;-;i/50ml$:iDx., ££>fC4- (-^7 

^fi/>-2--r;b) ^ys?>i. o g&inz.T3mmtomtt%List=.. mm&f 

tc «k *; mmit&m i . o g £B&^!ir£:LT#£ 0 i*ao5-io6ic 
HifcM 5 2 

(S) - l- (2- (2- !/^y 2 ->f;b) ?x.-)i7t 
-3 - (4 - (-f--? # jy) tf/^u^V) -2-:7D^V-;b 

[0 2 5 2] 



1 5 2 



2001-3106275 



#2000—018080 



[ft9 1] 




[0 2 5 3] 

MMM6 9T'#fe2- (2' -t: KD3fS/X^U;i0 ^>!/f7!/-^2 
. 5gCDMFM5 0mlfC, »'J^A5. 0 g $ ^ {C (S) - 

u -^AT- wt, ffii±mmLM&ffim<z> (s) - 2- (2' -^u s/^b** 

5 Omi^^tix., ££ic4- (^--7^ u>- 2 --r;i/) \?<Vi?yi. o g £ 

2 5 - 1 2 7 °C 

mt&m 5 3 

(S) - l- (2 - (2 - 2 -^f;i/) tf— y^—fr* 

3r->) - 3- (4- (j-^ff vy- i ->r;i/) tf^u^y) - 

[0 2 5 4] 



15 3 



miE#2 001-3106275 



#2000—018080 



[ft 9 2] 




[0 2 5 5] 

(s) - 2- (2' -yji/^i/t^^xf u;i/) ^>yf 7^/-;i/0. 9g 

146-148 °C 

mmm 5 4 

(S) -1- (2- (2- (3-^^;i/-l, 2, 4 -jt**)rVr V~)V- 5 - 

>f;i/) -7 31— ;t/>r^r->) - 3- (4- vy- 2 -^f;i/) bf^u 

[0 2 5 6] 
[ft9 3] 




[0 2 5 7] 

M»J7 0t#fe5- (2* -tKD^ri/^f'j;!/) -3-*^;i/-l, 
2, 4-^^i/7 i /-;i'2. 0g©DMFM50ml(C, M*'J^A3. 



15 4 



fflSE^ 2001-3106275 



#2000—018080 



OgZMsL. 3£JC (S) -yj VVfrJ is V- V 2. 6 g£#0x.£^ 50°C 
Lfe 0 «I5:Mii?thU^At^M, M^iffllitS tM© (S 

) -5 - (2* -^ui/i/'M^iy) x^u;u- 3 i , 2, a-** 

fi/'r^-;i/2. 2z*mtc 0 z.<d?*>i. 2g^m^\ * * j 5 omuzm 

ML, 4- (t7^( 2 ->f;i/) H°^U^>1. 0 g SrinAT 3 I$l3ra&gt 

? 84-186 °C 
HJfeM 5 5 

(S) -1- (2- (2- (3 1, 2, 4-m^7!/-;i/-5- 

>T;b) tf— 7x-;i/^^r>» - 3- (4 - g 1/ > - 1 - >f fcf^U 

[0 2 5 8] 
[ft9 4] 



[0 2 5 9] 

I^/SM7 o -eWfe 5 - (2* -tKn*^fj;i/) -3-*^;i/-i, 
2, 4-tJf*y7!/-;n. ogt4 - a~y* vy- i --r;b) tf^ui/> 

1. 0 g Hi£M3 hnm<DKmm^^O ZtlZ <fc y^Jg-ffc^O. 6 




1 5 5 



ffi!E4#2 001-3106275 



#2000—018080 

2 g %&&ffi£k£ ITife. |»j&2 2 7 - 2 2 9 D C 
5 6 

(S) -4 - (2-EKPdr*/-3 - (4 - (t7 jH/>- 2->f^ U 



7) ^pbT^a-df S/) 

[0 2 6 0] 
[ft9 5] 



^ (b) 77>-2-^;Mf;b»b> ^b>r>i 




[0 2 6 1 ] 

IMM7 1T'#fe (S) -4-lfV */y<2/ir (b) 7^>-2 

--f;MfMh>0. 5 2gfc<fctf4- (i~ 7 # U > - 2 - >f ^/) tf/^U^> 
0. 4 7g^fflK fcffl«<0£jfciS^&f?e> Z. iHZ£ »J, (S) -4- 

(2-tKD^i/-3 - (4-^-^^u>-2--r;i/) tf^U^V) ^ntf;i/^- 
=ap s<y V (b) -Jfrt^jVT h > 0 . 8 7 g £|§&vgptK%£ L 

. 7 6 g £$>JtfefgHr£ Ltife. IStj& 1 5 3 - 1 5 5°C 
H»J 5 7 

(S) -4 - (2-t:Kn3rS/-3- (4 - (t7jf U>-2->f;i/) tf^U^ 

y) T'n^t^r^) -3-^^-;i/^>V (b) ~7^y- 2 ->f;i/^^;i/» h > 

[0 2 6 2] 



15 6 



2001-3106275 



#2000—018080 



[ft 9 6 ] 



Q 




[0 2 6 3] 

ISMM7 2t'Ht (S) -4-yji/j;^'>-3-^fM>!/ (b 
) 77>-2-^jMf;i/>rb>0. 60g£J:t>*4- (■*- V # \s y - 2 - >f )V 

(S) -4 - (2-tKDdpS/-3 - (4--**:7*l/>-2->f;b) fcf^US/V 

) ^ , ntr;i/^-dps/) -3-^^;i//<>y (b) 77>-2-^jWfMh>i 

£tCj:>J, *Hft-^%0. 82g^^fi^ B B H i:LT||fe a K163-164 
5 8 

1- (4 - (2-HKD d r->-3 - (4 - (^-7 2 ->f b^U^V 

) -fu^^^rt/) *y\f (b) 7^>-2->f;i/) xjt;-ji/ 

[0 2 6 4] 



15 7 



ffllEff 2001-3106275 



#2000—0 1 8080 



[ft 9 7 ] 



HO 




[0 2 6 5] 

5 6 Tf?fc (S) -4 - (2-fcKn*S/-3 - (4 - (^:7#U>- 

2--r;u) fcT^'jy;) ^nt°M^ri/) (b) -y^y- 2 ->f 

>*rh>0. 3 0 g * * 7 -;WCjgfl?U *^t*^ith>J^A3 Omg§:gS 
ffi&tl hXmt=.. Wi& 1 4 3 - 1 4 4 °C 

nmw 5 9 

(S) - 5- (2-HKD^r^-3 - (4 - (±y % V y - 2 - 4 fcf^US? 
[0 2 6 6] 



15 8 



ftlEff 2001-3106275 



#2000—018080 



Ut 9 8 ] 



o 




[0 2 6 7] 

5-t:FndfS/-3 -^JlftV J 2 -?U* J y(DB&ffi&2 gfii 

t>* ( S ) - ? U 5/ ^Vl/ 7i/U-h2g§r A T ^ F20ml lC?£*j? L 

h v v 2±T*mm<n%i. mmmmL. mwf&Mtti. i o g &f 

fat 4- 2 ->r ;u) ^'j^>i^^;-;i/20mi»u 

7^77^ - (^an*;i/A/^^;-;i/) ctiitsrttMttbT 

> Sffiffcl^ 0 . 6 3 g 
*H — NM R (DMSO-d 6 ) 6 : 2. 0 9 - 2. 2 2 (m, 4 H) , 2. 
58 (m, 2H) , 2. 75-3. 35 (m, 5H) . 3. 64 (m, 8H) , 
4. 01 (s, 2 H) , 4. 15 (m, 2 H) , 4. 46 (m, 1H) , 5. 0 
0 (bs, 1H) , 6. 99 (m, 2H) , 7. 4 6 - 7. 5 7 (m, 4H) , 
7. 75 (s, 1H) , 7. 88 (m, 3H) , 8. 31 (s, 1 H) 

^mm 6 0 

(s) -l- (2- (5-^^;i/-i, 3, 4 -ar^-^vy 2 ->r;i/) 
[b] -yyy-i -4 Jl**is - 2- (4 - (^-7#i/>-i- 

[0 2 6 8] 



15 9 



ffiSE# 2001-3106275 



#2000—018080 



Ut 9 9 ] 




[0 2 6 9] 

7-j*h3r£/-2- (5-*^;i/-l, 3, 4-t^ti/7^;i/-2-^;i/ 

) Ky^j (b) 77>2g^^on^^50ml[;^»U -8°c^m#L 

, MKii/iiU 7-t - (5-*^;i/-i, 3, 4 -Jt^rVVT V 

-JV- 2 -4 )V) (b) 7 7>0#fi^l. 5g^t (s) 

-^U i/VJVJ J/l/-h2giDMF100ml iZ^ML. $ £lc££|fc# U ^A 
llgm. 5 0°CT*2Era#[Jf$L£,, MfSM£*7Mc&^\ Bt^x^;bT*fcfl 
ffiLfc «M£^&tt7>^-?A*^^?3fcy§N MJ ? A 

>-i--r;i.) tr^u # y -;u2 o m i izmmb, i^mmmMmLrc 

X H-NMR (DMSO-d 6 ) 8 : 1. 7 7 - 1. 8 3 (m, 4H) , 2. 2 
0-2. 25 (m, 2H) , 2. 4 7 - 2. 6 6 (m, 3H) , 2. 62 (s, 
3H) , 3. 04-3. 13 (m, 2H) , 4. 17 (m, 2 H) , 4. 30 ( 



16 0 



2001-3106275 



#2000—018080 



m, 1H) , 5. 02 (bs, 1 H) , 7. 17 (d, J = 7. 8, 1 H) . 7 

. 32 (t, J = 7. 8, 1 H) , 7. 40 (d, J = 7. 8, 1 H) , 7. 5 

0-7. 58 (m, 4H) , 7. 74 (s, 1 H) , 7. 81 ( d , J = 7. 8 

, 1H), 7. 93 (d, J = 7. 8, 1H) , 8. 23 (d, J = 7. 8, 1 

H) 

MMW 6 l 

(S) -1- (2- (5-^;i/-l, 3, 4-W^7!/"^-2-^^) 

>f > K-;u- 4 ->f ji/*-jf - 2- (4- (+y z uy - 1 - 4 )D ti° 

[0 2 7 0] 

[-fb 1 0 0 ] 




[0 2 7 1 ] 

4-t KD^P'>-2- (5-^^-;i/-l, 3, 4 -^-^rifi/Ty-;i'- 2 --f 

;i0 ^>F-;KDi/^f;i/*jVA7 5 Fill: (s) -yyj/^;j/l/-h2 



16 1 



2001-3106275 



#2000—018080 



„ ZKDHfeMHi: 4 - u>- l ->f;i/) t^'Ji/>^i^ ;-;n Om 

«fc»J, ^ffl-ffc-a-%0. 3 6 g&H&jESfcLTfffc. M2 0 3 - 2 0 5TC 
*H-NMR (DMSO-d 6 ) 8: 1. 8 1-1. 86 (m, 4H) , 2. 
3 3 - 2. 3 9 (m, 2H) , 2. 51-2. 66 (m, 3 H) , 2. 58 (s 
, 3 H) , 3. 08-3. 16 (m, 2H) , 4. 05 (m, 1 H) , 4. 16 
(m, 2H) , 4. 92 (bs, 1H) , 6. 58 (d, J = 7. 8. 1H) , 
7. 05 (d, J = 7. 8, 1 H) , 7. 13-7. 19 (m, 2H) , 7. 4 
1-7. 56 (m, 4H) , 7. 75 (d, J = 7. 8, 1H) , 7. 90 (d 
, J = 7. 8, 1H) , 8. 14 (d, J = 7. 8, 1 H) , 12. 16 (s, 
1 H) 

mmm e 2 

(S) -4- ( 2 -7t b^ris- 3 - (4 - (-^-7 jt U>- 2 ->f fcT^US? 

y) bVi^^riy) -n-* h^-N-^^^/py (b) y^y- 2 

[0 2 7 2] 

[ft 1 0 1 ] 




[0 2 7 3] 

16 2 ftfiEff 2001-3106275 



^2000-0 18080 



^SW6 (S) -4 - (2-fcKn3r*/-3 - (4 - O 7 # 1/ > - 2 

) ~7=ry- 2 -#;i/iK3r-9-^ K0. 4 0g5rt'iJi;>2 0mli;^l, gJSIC 

5 d i: tC «fc U , (S) -4 - (2-T-feh^r^-3 - (4 - (f7*l/>-2- 

-r;i/) tr^ui/V) ^n^ji/t^j/) -n-* h^i/-N-^^;b^>v (b) 
77>-2-*;i/^^t> fo. 3 4 g ix§fe 0 ztizmt; 

IC J; y^ffl-ffc^O. 2 5 g fe&IN&lgllfc lift. 125-1271C 
6 3 

(S) -4 - (2-fcKP3r£/-3 - (4 - » U > - 2 - >f ET^US? 

y) bf;i/^-dp->) (b) 77>-2-AM>|ifii/x^ 

[0274] 
[ft 1 0 2 ] 



[0 2 7 5] 

(S) i/VJlytif'i/'iyJ (b) 77>-2-*M>ixfM 

*-T-;i/3. 3g£J:tf4- (j--7$ Isy- 2-4 )l) tf^US/>2. 7 gl:M^ 
, £|lU«<Z)^lg#$:ffe> ^iifCJ: *J, f§tHft1^!5. lg&HfiM 




16 3 



2001-3106275 



#2000—018080 

1 H-NMR(CDC1 3 ) 5: 1. 4 2 (t, J = 7 . 3 % 3H) , 1. 8 
7-1. 99 (m, 4 H) , 2. 20 (t, J = 3. 1, 1 H) , 50-2. 5 

4 (m, 1H) , 2. 6 3 - 2. 7 4 (m, 3H), 3. 05 (brd, J = l 
0. 7. 1H) , 3. 23 (brd, J=ll. 2, 1H) > 4. 13-4. 2 

5 (m. 3 H) , 4. 45 (q, J = 7. 3, 2H) , 6. 72 (d, J = 8. 
3, 1H) , 7. 21 (d, J = 8. 3. 1H) , 7. 3 5 - 7. 4 9 (m, 4 
H) , 7. 67 (s, 1H) , 7. 68 (d, J = 6. 3, 1 H) , 7. 81 ( 
d, J = 8. 3, 3 H) 

mtfcffl 6 4 

4 - (2-EKP3rS/-3 - (4 - » !✓ > - 2 - >f tf^D^V) 

[0 2 7 6] 
[ft 1 0 3 ] 




[0 2 7 7] 

i/ VM dF2/-2->T^K-;i/l. 8gfeJ:[)t4 - (•*- 7 # U > - 2 
->f;i/) t^^U^>l. 4g&ffl^, ^JfeM 1 trnmnfiLfoWiftlkfto ^illCJ; 
»J ^ffl-ffc-^® 1 . 8g&efti(gIilLTftfe. B!j& 2 0 0 - 2 0 2 °C 
6 5 

(S) -4 - (2-fcKd3rS/-3 - (4 - (t7 2 -^f;V) fcf/^U^ 



1 6 4 



2001-3106275 



#2000—01 8080 

J) -?Ulf/l**r$/) -N, N-Vt^-jl^y^J (b) ft7i>-2-^^ 

[0 2 7 8] 
[ftl04] 




[0 2 7 9] 

4- (W 'OV (b) ft7i>-2-^f^-N, N-S?* 

K3. 5gfe<ttF4- (^-^# u>- 2 --f;i/) ^ys;>2 

- 1 7 5 °C 

mmm 6 6 

(S) -1- (7 - (2-H|?njP'>-3 - (3, 6-ytKn-4 - 

u>-2->f;i/) - 2 h- hru Vy- i --r;i/) n°;b^-^p->) /<>v (b) 

[0 2 8 0] 



16 5 



miiE#2 001-3106275 



#2000—018080 



[ftl0 5] 




[0 2 8 1 ] 

(S) - l- (7-yj*/*;^^j//<>^ (b) 77>-2->f;i/^;i/^ 
tfn'Ji/>2. ig^it>*3, 6-i/tFn-4 - (t7^i/>-2-^;i/ 
) -2H-tfV^>l. 8g$:fflv\ HigMi fcH«<Z)SJS*SS^S:ff <fc 

vmmit&m 2 . 8 g z itfit. 1 1 4 - 1 1 6 °c 

6 7 

(S) -4 - (2-HKP^r^-3 - (4 - (-j- 7 * 1/ > - 2 - 71/) bl°^ U ^ 

/) tf;i/^-^r->) - 1 - ^ V7°DH°;b-N, n-^*^;i^ y K-;i/- 2 - 

[0 2 8 2] 



1 6 6 



ffi!E#2 001-3106275 



#2000-018080 



[ft 1 0 6] 




[0 2 8 3] 

(S) -4- Kn^f 2/-3 - (4- (-J-?* 2 ->f;i/) tf^'J 

g, £?*^;i/7^ >*&Bft*ao . 6 3 g> hiJxfjl/7^>2. lml, 2/7 7 U 
>i^'xf;i/0. 93ml?:fflV\ mt&W 3 BJB©Ml£lftf£&fT ? Z. h K J: »J 
, *®ft^-#l2. 0 g£Jt£$frR&jS£LT£#fc. 
1 H-NMR(CDC1 3 ) 8:1. 62 (d, J = 6. 8, 6H) , 1. 94 
-1. 97 (m, 4H) , 2. 24 (t, J = 3. 1, 1H) , 2. 44-2. 
54 (m, 1 H) , 2. 61-2. 76 (m, 3H) , 3. 05 (brd, J = 
10. 7, 1H) , 3. 15 (s, 6H) , 3. 23 (brd, J = ll. 2, 
1H) , 4. 13-4. 29 (m, 3H) , 4. 79 (q, J = 6. 8, 1 H) 
, 6. 54 (d, J = 6. 8, 1H), 6. 67 (s, 1H), 7. 13-7. 
15 (m, 2H) , 7. 3 8 - 7. 4 6 (m, 3H) , 7. 66 (s, 1H) , 
7. 79 (d, J = 8. 3, 3H) 

mmm 6 8 

(S) -1- (4 - (2-EKD3rS/-3 - (4 - (-^7 U> - 2 - >f bf 
[0 2 8 4] 



16 7 



ffiliE# 2001-3106275 



#2000—018080 



[ftl0 7] 




[0 2 8 5] 

(S) -4- (2-t KndP5/-3 - (4- (t7dtb>-2->f^) tT^U 

i/V) rfn is) - i - ^ y hf;W > F-;i/ - 2 - *;i//K>i 2 . 5 

g, fcTnU^X). 44g, h'Jif;i/75>2. lml, i/?; 'J >|?^xf 
;i/0. 9 3ml$:fflV\ 3 t m&<Dfcfc&ktt*ft o " £ ic «fc »J 

WSItCJ: U^jB-ffc^l. 2g?:MM H H ^bTll 
£ 0 8fe* 154-155 °C 



(S) -1- (5 - (2-HKn^P'>-3 - (4 - (-j-^^l/>-2-^;i/) H° 
[0 2 8 6] 



6 9 



16 8 



miE#2 001-3106275 



#2000—018080 



[ftl0 8] 



o 




[0 2 8 7] 

l- (5-tKDdr->^n^>-3-^jwMr.;i/) tfa y i/ynm&ffi^i 

2. Ogt (S) -yj*/y^;i/U-h2. Og?:i?^f;i/^bA7 5 F2 0 
mlCgHU gtgft* U ^Z>3 g £#Px., 5 0"Cf 3H»bfe 0 

, ^*«SBft^" h U AT? ^ffiilflfU «Pffo£»t# 3 . 2 7 g &#fc„ 

j: y mmi t&vn o . ng^Mftiibt^. 

1 H-NMR(CDC1 3 ) 8:1. 91-2. 02 (m, 8H) , 2. 17 ( 
m, 2H) . 2. 48-2. 70 (m, 3H) , 2. 96 (m, 1 H) , 3. 1 
5 (m, 1H) . 3. 54 (m, 4H) , 3. 73 ( b s , 1H) , 4. 0 0- 
4. 13 (m, 3H) , 4. 87 ( s , 2H) , 6. 47 ( d , J = 7 . 8Hz 
, 1H) , 6. 50 (d, J = 7. 8Hz, 1H) , 7. 11 (t, J = 7. 8 
Hz, 1H) , 7. 16 ( s , 1H) , 7. 37 (m, 3H) , 7. 64 ( s , 
1H) , 7. 7 8 (rru 3 H) 

[0 2 8 8] 

±n^mm t mm tc l t &s r f t&m & t- s z. t. & -e ^ * „ 



16 9 



ffi!E# 2001-3106275 



#2000—018080 



Mt&M 7 0 

(S) -l- (2- ( 5 -**ji**rW-Ji- 2 --f;b) -iH->f>K-;i/ 

-4 ->f ;!/>f3f */) -3- (4- {±7# 1/ > - 2 ->f;b) kX'jy;) -2- 
SIMM 7 1 

(s) -l- (2- ( 5 -^^;i/^-^r+f-!/-;i/- 2 --r;i/) - 1 h - -r y K-;i/ 

- 4 ->f;b^^r 2/) - 3- (4- (4-^DD7i-/l/) t^U^V) -2-^" 

□ / w - ;i/ 

7 2 

(S) -1- (2- ( 5 - *?-)l*3rVJ-)l- 2 ->f ;b) -lH-f>K-il/ 
-4 - 4 - 3- (4- (3, 4-i/^na7i^l/) tf^Ui/V) - 

2 - ~J U rtJ - Jl 

mmm 1 3 

(S) -1- (2- 1, 3, 4-t^ti/7!/-;H2-^;b) 

-iH-^f>F-;i/-4--f;i/t^ix) -3- (4- (4-^nn7i-/i/) t:° 

mmm 1 4 

(S) -1- (2- (5-^^;i/-i, 3, 4 -Hr*r^vyV-ft- 2 ->f;i/) 

- i H->f > K-;i/- 4 ->r;i/3*-dp2/) -3- (4- (3, 4-^no7i- 

txiji;;) -2-7°nAV-;i/ 

7 5 

(S) -1- (2- (4-^f;i/-iH-^^ N ;-;i/-2-^^ -1H->T 
y F-;i/- 4 ->r;i/^-^r*/) -3- (4- (3, 4-->^nn7iiii/) tr^y 
i^V) - 2 -^n/v 

7 6 

(s) -1- (2- (5-^f;i/- 1 H-tf7 4 /-;i/-3-^;b) -m-jy 
K-;i/-4 ->f ;i/^-^rS/) - 3- (4- (3, 4-i/^nn7i-;b) tr^y*; 
7) - 2 -7°n;V 
7 7 



17 0 



ft!i£# 2001-3106275 



#2000—018080 



(S) - l- (2- (3-^f;HyJpty-;i/-5-^;i/) -iH->f>K- 
;i/-4 ->r ;i/*3f $/) - 3- (4 - u>- 2 ->r;i/) tr^u^y) -2 

HJfeM 7 8 

(s) -1- (2- ( 5 -y ^;i/^-^r -9- !/-;!/- 2 - J Jl) -lH--f>K-;i/ 
-4 ->f JV*3ri/) - 3- (4- (4-^f^7i3) fcT^U^y) -2--f 

SIMM 7 9 

(R) -1- (2- (5-y^;i/-l, 3, 4-myri/^-2->fA) 
- 1 H--Y > K-;i/~ 4 ->f ;i/ -3- (4- (4-^f^7i-^) tT 

^Ui/V) -2-^n/u-;i/ 

mmm 8 o 

(S) -l- (2- ( 5 -^^;i/>r^iJ- 2 ->f;i/) (b) 

-4->f;b^^r^) - 3- (4 - (^-7* 2 ->f l^U^y) - 2- 

[0 2 8 9] 
l&fiSM 8 1 

(S) - 3- (4 - (3, 4-y^DD7x-;i/) tf^U^V) -1- ( 2 - ( 
5 -y ^•^/^-^r -» !/-;!/- 2 (b) 77>-4-^M^r^) - 



4 -£ Kn^rS/- 2 - (5-y^-;i/-i, 3 -^-^r-y-y-;u- 2 ->r;i/) 
(b) 77>i i. ogt (s) - y y s/ ;j/u-M3. og?: y 

^l/A7^ K 1 0 0ml izmmV, ti&kiJ U ?A 1 5. 0 g <&jflt!;*., ^ffi-p 1 0 
ftlO. 0 g £#7c 0 ^(DYfi^%h4- (3, 4-i/?nn7i^) fcf^'J^ 

>£y # y -;n o o m 1 fc*§fi?u 2i$raflna»igafcLfc„ ^£P«, &m&&& 
WtML* j|S5:i/'JAW7A^n7h^77^ - ( # n d A/y # y - 



17 1 



ffi$E4f 2001-3106275 



#2000—018080 



Jt^dlr^ Itffe. Btj&l 9 0°C 

X H-NMR (DMSO-dg) 5 : 2. 0 2 - 2. 2 4 (nu 4 H) , 2. 4 
3 ( s , 3H) , 2. 92 (m, 1H) , 3. 20 (m, 2 H) , 3. 35-3 
. 48 (m, 2H), 3. 71-3. 81 (m, 2H) , 4. 13-4. 23 ( 
m, 2H) , 4. 57 (m % 1 H) , 6. 89 (d, J = 7. 8, 1H) , 7. 
08 (s, 1H) , 7. 26-7. 31 (m, 2 H) , 7. 37 (t, J = 7. 
8, 1H) , 7. 50 (s, 1H), 7. 5 6 - 7. 6 7 (m, 2H) , 10. 

3 7 ( b s , 1 H) 
[0 2 9 0] 

Mmw 8 2 

(S) -1- (2- ( 5 - *3-Jl*3rW-)l- 2 ->f;i/) (b) 75> 

-4 ->f ;i/3f3f £/) -3- (4- (4-^DD7i3) fcT ^ U i^V ) -2-7 

n /nV - ;i/ 
mmm 8 3 

(s) -l- (2- (5-^^;i/-i, 3, 4-m^ry-^-2->f;i/) 

'OV (b) y^y- 4 --T;i/>Tdri/) -3- (4- (4-^nD7i3) fc? 

^U£>V) -2-^n/W-;i/ 
HifeM 8 4 

(R) -l- (2- (5-*^;b-i, 3, 4 -^^-y-^T^-;^- 2 --r;u) 

(b) -7<7>- 4 ->( Jl***/) -3- (4- (t7^b>-2-^fjl/) 
HJfeflf 8 5 

(S) -1- (2- (3-^f;KV^!/-;i/-5->r^) 'O!/ (b) V=y 
y- 4 -4 Jl*3ri/) -3- (4- (t7* U>-2 ->f ^) tf^U^V) -2 

HJfeM 8 6 

(S) -1- (2- (5-^fAfr , 7-;i/-2-^Jl/) (b) 77>- 

4 ->f ;i/;T3f$/) - 3- (4- (^--7^ U>- 2 --f;b) -2-7 



17 2 



ffi!iE# 2001-3106275 



#2000—018080 



mmw 8 7 

(S) -1- (2- ( 5 -^f Jl/f7!/-;i/- 2 -4)1) - 1 H->f > K-;i/~ 
4 ->f ;i/>f - 3- (4- (^7* Vy- 2 ->f;i/) tX'Ji/V) -2-7 

n / w — ;v 

±IB^J6#9 7 o~8 7©>fb-a-^(D^^^;«>fb i 0 9, flu i ocaytffes. 

[0 2 9 1 ] 



17 3 



ffif£# 2001-3106275 




[0 2 9 2] 



17 4 



ffif£# 2001-3106275 





17 5 



2001-3106275 



#2000—018080 



8 8 

(S) -1- (4 - (3, 4--/^Dn7i 



JV) H° U V J) - 3 - (2 - ( 



5-*?-;i/-i, 3, 4-f^y7'/-^ - 2 - >f 



*V (b) -y^y- 



4 - j -2-7n/i;-jim 

[0 2 9 4] 

[ftlll] 




cr x ^n^| 

OH k^X^^CI 



CI 



[0 2 9 5] 

Mf4^M3 9T?^fc (S) -2- (4 -^*U ^i/';i/^dr^^>y (b) 79 
>-2--f;V) -5-^^;i/-l, 3, 4 -**cWT'J-)l 2 3 . 0 g <fc tf 
4- (3, 4 -^^DD7i^b) tfKU ^> 1 8. 6 g V^JgM 1 £ TO 

£ fC J: »J mmfc&®) 2 3 . 5 g &&Jt&*SSfc LT*#fco M2 3 0 - 2 3 1TC 
HIM 8 9 

(S) -1- (4- ( 6 h=fr->^:7ff U>- 2 ->r;i/) l^^U^V) - 3- 

(2- (5-^^;i/-l, 3, 4-t»»^77-;i/-2->f;i/) (b) 

7?>-4-^;i/t^^) - 2-^p;w-;i/ 

[0 2 9 6] 



17 6 



ffiIE# 2001-3106275 



#2000—018080 



C-fbl 1 2] 




[0 2 9 7] 

M^M3 9t'#t (S) -2 - (4 (b) V =r 

3, 4 -;t3f-9-^y . 4g£J:£>*4 

- (6 y*i/±-7% u>- 2 --r;b) 2 g fcffiv^ffiM 1 1 

21±Z>Z\}HZ£ Vmmit&m 1 . 2g$:eM^i:lT#L l,^15 6-15 
8°C 

D^feM 9 0 

(S) -1- (4- (3, 4 Uyj/***/? ji — H°^U^V) -3- 
(2- (5-*^;b-l, 3, 4-t^r»y7'/-il/-2-f;i/) (b) 

[0 2 9 8] 



17 7 



2001-3106275 



#2000—018080 



[ft 1 1 3 ] 




[0 2 9 9] 

9 -vm tc (S) -2 - (4-^'Ji/i/j^^i/^>!/ (b) 

y- 2 --r;i/) - 5 l , 3, 4 -^-tf-^'y o . 50g£J;t>* 

4- (3, 4 l/>^^^r^^^n;i/) t°/^iJS/>0. 3 6g£Mv^|fcM 

i tmm&jxmwittzft e> ^£&c £ >j^fe?gptK%o. 4 2g^#t„ rti^r-t 

yyn;u-;i/-iSxfji/ (2 : l) M^-Mfcj: uSI5 B H B $*Si tfci: y 

*S^-a-#)0. 2 7 g LT^fc (Hi * 2 0 0 - 2 0 2 °C 

9 1 

(S) -1- (4 - (3, 4-^f^7i-;i/) - 3- (2- ( 

5- ^^;i/-i, 3, 4 -^-^rif ^y-7-;i/- 2 -^f;i/) (b) v=yy- 
[0 3 0 0] 



17 8 



2001-3106275 



#2000—018080 



[ft 1 14] 




[0 3 0 1] 

SW^i3 9Wc (S) - 2- (4 -yy i/V)h**iy<y^ (b) -y^y 

y-2-J)l) -5-*^;i/-l, 3, 4 -rtf-df-tf-^'y y-;i/0. 50g;!3J;tf 

4- (3, 4-^^fjl/7i-;i/) fcf^U 0. 3 3 g ^M^HSfeM 1 £|Hf«l 

y -;i/--f y^n if;b^--T-;i/ (2 : l) M-^^ic <fc umS!l£-t!:£^<>itc J: 

U^Mft^O. 3 3g«« H H B i:bt#fe„ ifil 5 0- 1 5 2t 
2 

( S ) - 3 - ( 4 - ( 3 , 4-^^DP7i-;b) ^^'J^/V) - 1 - ( 2 - ( 

5- X^-;i/-l, 3, 4 -^^Vy 2 --Ob) (b) ~7=yy- 
4 - 4 )l*3ri/) - 2-zfUJ*J /27kffi%3 

[0 3 0 2] 



1 7 9 



2001-3106275 



#2000—018080 



Ut 1 1 5 ] 




[0 3 0 3] 

mn&f&wn 6-vmt=.. (s> -2- (a-w^v^**^^^ (to y 

^>-2--f;i/) -5-x^^/-l, 3, 50gfcJ: 

#4- (3, 4-i/^nn7x-;b) tr^y^yo. 4 0g$:Bv\ 1 £ 

ft?U i^^m-^;i/?§?R$:*^.^SEi^i: bfeo >f vfunj -;i/--f y y°n tf;i/ 

USM^r c5i±-5 Zl i: J: »J M'ffc^O. 3 4 g £ LTf# 
Btj& 1 4 8 - 1 5 0°C 
H^J9 3 

(S) - 3- (4- (3, 4-^7f;i/7x-jl/) tf^U^V) -1- (2- ( 

5-x^;i/-i, 3, 4 -^-frs/y y-;i/- 2 ->f;i/) ^yy (b) y^y- 

[0 3 0 4] 



18 0 



2001-3106275 



#2000—0 1 8080 



[ffc 1 1 6 ] 




[0 3 0 5] 

Sft^J7 6^fc, (S) -2 - (4-yjJ/J?^M>l/ (b) 7 
2 - 5 -x^;i/- 1 , 3, 4 -Th^r^^T !/-;i/3 . 0g£<fctf 
4- (3, 4-y^f;b7x-^) tT^U^>2. Og§:fflV\ 1 t Effli 

©SJSSfef^Srff r iliCj: y»e>*ifc 5. 0 g £y-fe h >-gt^xif- 

8-1 8 0 °C 
HSfeM 9 4 

(S) - l- (2- (3-^f;v^y^if!/-;i/-5-^;i/) (b) 7v 

>- 4 ->f - 3- (4 - U>- 2 ->f tf ^ U ) -2 

[0 3 0 6] 



18 1 



{i}|E# 2001-3106275 




[0 3 0 7] 

S^«7 9Tf^fc (S) -5 - (4 -jfy */*?j\s**i/'<y\r (b) 
>-2--T;i/) -3-^f;HV^rt!/-;i/0. 5 o g £ itf4 - (-^^^u^ 

tt£fltja.fc. #ffflbfc*§iilS:*ifc> $g«-*<&r£icj:y^jSft;^»o. 3 6 g £ 

fifelSHi: Lt#fe. ffiL& 1 5 2 - 1 5 4 °C 

5 

(S) -1- (4 - (3, 4 - □ D 7 xr. bT/<^ ^ > - 1 - >f -3 
- (2- (3-^f;Kv^»y-;i/-5-^;i/) (b) ^^>-4-^f 

ji^^y) - z --fun j -;i/j&gftJS i /4 

[0 3 0 8] 



18 2 



ffiliEff 2001-3106275 



#2000—0 1 8080 



[ft 1 1 8 ] 




[0 3 0 9] 

MMW7 9t#fc (s) -5 - (4 - yy */i?;\,**c*/'<>\r (b) 7^ 
>-2--r;i/) -a-^fj^y^ty-ibo. 5 o g £<fct>*4 - (3, 4-^ 
^nn7^n;i/) n°/^^>o. 4 o g zm\<^mifoffl i tmMv>}xfoWifc*ftv 

. 3 6 g Ulfc. 8ft* 2 5 0°C^_t 

HM9 6 

(S) -1- (4 - (3, 4-y^DD7i^) tf^U^V) -3- (2- ( 
5-*^;i/-l, 3, 4-f7'^7';-;i/-2-^Jl/) (b) !7^>-4 

[0 3 10] 



18 3 



ffifiE# 2001-3106275 




[0311] 

M^J8 2T'#fe (S) -2 - (4 -VV i/^Jl^^iy^yJ (b) 
>-2--f;i/) -5-*^;i/-l, 3, 4-f7i/7!/-;i0. 3 5g£J:t>*4 
- (3, 4-i/^nn7i-il/) n°^D^>o. 2 8 g £/gv^;§fe0!l l 

& v mmit&ys o . 1 9 g^mn^^tLxmr=. a 1*220-222^ 

HM9 7 

(S) -1- (4 - (3, 4 -i?*?-Jl-7 t°^U^V) - 3- (2- ( 

5-^;i/-i, 3, 4-f7^7y-;v-2-^A) (b) 7 ^ > - 4 

->T;b^-^r->) - 2 -^n/\v 1 7Kfo% 

[0312] 



18 4 



ffi|E#2 001-3106275 



#2000—018080 



[ft 1 2 0 ] 




[0313] 

Kft&i&wa 2vmf=- (s) -2 - (4->r v ***/'<>\r (b) 7^ 

>- 2 ->f;i/) - 5 1 , 3, 4-f-7^7 4 /-^0. 3 5 g £ <fc t>* 4 

- (3, 4-^7f;i/7i-;i/) tf/<'Ji;vo. 3 2 g zm^MfcW 1 £|hJ*£ct> 
-JllzmMLi&M^-'rJimWiltMz-t-o ffifflL feign K«"TSii:Jc 

=k y^aft^o. 2 1 g zmn&u&t. Lxmr=.o m&i 9 1 - 1 9 4°c 
mmwQ 8 

(R) -1- (4- (3, 4- j ;»PD7x^) ^v^;) - 3- (2- ( 
5-^^;i/-i, 3, 4 -^-fr^'y 2 ->f;i/) (b) y^y- 

[0 3 14] 



18 5 



2001-3106275 



#2000—018080 



Ut 1 2 1 ] 




[03 1 5 ] 

(R) i/V)VJ i/V- h£ <fc£>*2 - (4-tKa*^>l/ (b) 7^ 

>-2->f;i/) - 5 1 , 3, 4 -sT^^T !/-;U&fflV\ If^fiE 
M 1 iiH^OiSiSSf^-e^fc (R) -2 - (4-^Ui/i/';i/^^i/^>!/ (b) 
7^>-2->f;W -5-^^-;b-l, 3, 4—**r-VrVT s J-frO. 43gfe 
«fctf 4 — (3, 4-i/^nD7iijl/) kT^U^X). 3 5 g 1 £ 

H«©iRjcSlftf^S:tf e>ifctc<fcy, &&mWfoO. 70g^fe„ i;ft£x#y 

S^illCi'JSlfb^O. 2 8g?:^tM a H Hi:Lt||fc 0 2 3 0 - 2 3 

1 1C 

HifcM 9 9 

(S) -1- (4- (3-^nn7x-;i/) bf^U^V) - 3- (2 - (5-* 

3, 4 2 ->f^/) K>y (b) -7^y-4-4 

[0316] 



18 6 



tf}§E# 2001-3106275 



#2000—0 18080 



[ft 1 2 2] 




[0 3 1 7] 



Sf^WJ39tffc (S) -2 - (4-yvi/i?;i**i/'<y\r (b) 

>-2--f;V) - 5 1 , 3, 4-*^i?7y-A0. 50g&t>*4 
- (3-^DD7x^) t:^'JS?>0. 3 2 g £MV^S£M 1 IUPBI 

mmit&mo. 0 9 g i* 1 7 0 - 1 7 2t 

HM^I i o o 

(S) -1- (4- (4-»DD7i-^) tf^U^V) -3- (2- (5-* 
3, 4-t»»^7!/-^~2->f;i;) s<yV (b) 7^>~4 ->f 

[0 3 1 8] 



18 7 



mil#2 001-3106275 



#2000—018080 



Ut 1 2 3 ] 




[0319] 

IiWJ3 9tHfc (S) - 2- (4-?Vi/V)\,**i;Ky-J (b) 7^ 
>- 2 ->r;i/) - 5 1 , 3, 4-t^t^'7 > /-;i/0. 5 0 g&OU 
- (4-^DD7i-ib) fcT^U^X). 3 2 g SrfflV^JfeM 1 £.mfik<Dfcfogl 
ifclCfc y, »fe$|ipK8fO. 6 2 g &f fe„ 'ti&aidf J -;MC?£fl¥L 

^ffl^^O. 3 2gl:IfMIi:btffe 0 I*2 0 0- 2 0 2t 
HflSflJ 1 0 1 

(S) -1- (4 - (3, 4-^fU>m^7i-;b) t^U^V) - 3- 
(2- (5-X^-;i/-l, 3, 4 -t^r»^7y-;i/- 2 - >f ;b) (b) 

[0 3 2 0] 
[fbl24] 




18 8 



ffiIE#2 001-3106275 



#2000—018080 



[0 3 2 1 ] 

mn&i&MT (s) -2 - (4 -?y (t>) 7^ 

>-2->f;b) -5-lf^-l, 3, 4-t^y7V-;bO. 8 0g&t>*4 

- (3, U>yt^ri/7x-^) hf^U^>0. 5 7 g&JgV>|&§60!|l 

, ffc^lTSr £fcj: USSffcl^O. 3 6gS:SfeieSi:lT#fe. 1 7 0 

- 1 7 3 °C 
HJfeM 10 2 

(S) -1- (4- (2, 4-^f^7ii^) tf/^U^V) - 3- (2- ( 
5-^7-;i/-l, 3, 4 2 ->f ^<>V (b) -y=yy- 

4 ->f;i/*-3r S/) - 2 -7°a;W -;i/tfc^gJ&i?Rfp#f 

[0 3 2 2] 
[-fb 1 2 5] 




[0 3 2 3] 



Sfi^M3 9Wc (S) -2 - (4 -?*y S/^;i/^^ri/^>y (b) V=y 
>-2->r;i/) -5-*^;i/-l, 3, 4 !/-;!/ 0. 6 0 g&t>'4 
- (2, 4-i/^fjl/7x-;b) H°^U^>0. 3 8gS:fflV^ffi«l illfSI© 

-;i/->f y^Dtf;n-r;i/ (l : l) MttmmizmML. f&M^-^JimWiZ 

& LTf#fe 0 |ft/& 1 9 0 - 1 9 4 °C 



18 9 



ffi!I#2 001-3106275 



#2000—018080 

mmm 1 o 3 

(S) -1- (4 -7x-;i/t:X'J VJ) -3- (2- (5-^^;b-l, 3, 

4 -ar^^vy^-)^- 2 ->f;i/) (b) v v >- 4 ->r;i/^-^r s>) -2 

[0 3 2 4] 
[ft 1 2 6 ] 




OH 

[0 3 2 5] 

Jgt**-£/£0!l3 9T?fcfc (S) - 2- (4 -if U (b) 7^ 

>- 2 ~ 5 1 , 3, 4-m^7l/-M. 80g&tf4 
-7i-Jl/^'J ^> 1. 0 0 g £ffl<^|feMl >:H»©£jSiftf££*T^£i:tc 

*ii^.msLfc 0 «fffiLfcjgas:aHst, ««"rsitic<k»;^a>fb^i. 84 g 

Lxmr^o m&i 5 8 - 1 6 or 

mmm 1 0 a 

(S) -1- (2- ( 5 -x.^jl- 1 , 3, 4 !/-;!/- 2 - 4 )V) 

s<>V (b) 7^>-4 -^f;b^-^r->) -3- (4- 9 2 -^f;V) 

tf i; >^y ) - 2-^DAV- ;i/J&^J& 4X5 2KfP^ 

[0 3 2 6] 



19 0 



ffi!E# 2001-3106275 



#2000—018080 



[ft 1 2 7 J 




[0 3 2 7] 

S^i7 6t'ffe (S) -2 - (4 -IfV (b) 7^ 

>-2--r;i/) -5-X^;b-l, 3, 4 -^-^r-y-^T^-^O. 4 3gM4 

- {±y* vy- 2 ->r;u) hf^Ui?>o. 4 o g Srfflv^JSM l t.mM<Dfcfo 

U &ft*fft:n-^;i,^M£#n*$tBL£ 0 «f ffi fg^S r £ 

lei U3tISft-£%0. l 6 g <&»&j|g&£ Itflfe. 16* l l 3 - l l 5°c 
HifeM 10 5 

(s) - l- (4-bKn=ap^-4 - (^:?# u>- 2 ->r;u) n°^U^V) - 
3- (2- (5-*^-;i/-l, 3, 4 -7f-^r-»yy 2 -^f;i/) /QyT ( 

b) 77>-4-^M^r'» - 2 -yp/NV -Jim.WU& 

[0 3 2 8] 

[ft 1 2 8 ] 




[0 3 2 9] 



19 1 



2001-3106275 



#2000—018080 



mn&j&ms (s) -2- u -yy w^^-^Ky-j (b) 75 

>- 2 --f ;W - 5 l , 3, 4-mi/7y-iH. Og&tM- 
nKn^ri/-4- (^-^^ u>- 2 --r;i/) tr^u^>o. 7 7g&ffl^HigM 

fgfii-rsiiijcj: 1 . 2g&aM a B B i:lt#fe 0 i*2 2 7 - 2 

2 8 °C 

mmm 1 0 6 

(S) -1- (4 - (3, 4-^»DP7x^/l/bf^7^>-l->f^) - 3- 

(2 - ( 5 1 , 3, 4 -*-3t-9-s;t s /-;i/- 2 ->r;i/) ( b) 

[0 3 3 0] 
[ft 1 2 9 ] 




OH k^N^^CI 



CI 

[0 3 3 1 ] 

m&&f8,M3 9"entc (S) -2- (4-^'Ji/i;w^>y (b) 7^ 
>-2--r;i/) -5-^^;i/-i, 3, 4-t^^7y-^o. 8 0gM4 

- (3, 4-i/^OD7xlil/^7^>0. 6 5 g &jSV^Jg0! 1 fcHEi^jK 
J&i*f£&f?3 iltCJ: y, Wfe^^l. 2?^, rtiSrTIz h>tC^L 

, m.it7km^-T)imwLzi)\\x.ttw.Lrc. 0 #f mi/ feign £»8t, tfrM^zztiz 
^vmmit&mo. 4gsaMii:i/tffe. §6*232-233-0 



19 2 



ffil£4$ 2001-3106275 



#2000—01 8080 



mm i o 7 



(S) - 


1 - (4 - (3, 4 


- ^ n n "7 


x— - 3 , 6 


- 2; fc: KD-2H- 


try vy 


- i ->f - 3 - 


(2- (5- 


3, 


4 


Jl - 2 - 


-f;i/) (b) 


•7 ^ > - 4 - 


-r;i/^-^^) - 2 





[0 3 3 2] 
[ftl3 0] 




[0 3 3 3] 

MMM3 9t#fe (S) -2 - (4-yyi/^t^S/^>!/ (b) 7^ 
>-2-jfr)-5-*^A/-l, 3, 4-*^ti?7 4 /-M. 7gW4- 

(3, 4-i/^nn7i-;i/) -3, 6-j?t Kn-2H-tryy>i. 4 g & 

204-207 °C 
1 0 8 

(S) -1- (4 - (3, 4 -V9 U U y ji— )l) tf^U^V) - 3- (2- ( 
5-iwt7i>-2->f^) (b) y^y- 4 ->f -2 

-:/d/W -;i/%Bft*& 1 X2tK^d^> 

[0 3 3 4 ] 



19 3 



ffifiE#2 001-3106275 



#2000-018080 



[ft 1 3 1 ] 




-yjJ/^t^J/'O!/ (b) 77>921mgW4 - (3, 

7x-;i/) tr^u ^>7 7 7mg £fflv^«J l £ H8l0>JEJSiftf£ o r h ic 
«fc *; > 1 . 5 1g^Hfe 0 y -;WCjgA¥U 1«© 

i&g&£#Dx., 15«ffl^, mmzft&g&Lfr. ^s^*;-^-* 

UT#£„ gftj^ 1 8 3 - 1 8 5°C 

mmm 109 

(S) -1- (4 - (3, 4-y»PP7x^) tf^U^V) - 3- (2- ( 

1 -t^-lV-i *#*J-}1- 2-4 )V) *y*J (b) 75>>~4 -4 A/***/) ~ 

2 -^P/W -;i/2i&Bfei&5/'2 3Mft4ft 
[0 3 3 5] 



19 4 



tfitiEff 2001-3106275 



#2000—018080 



[ft!3 2] 




[0 3 3 6] 

M»J9 2T'#fe (S) -4 -W 2 - (l-*^;i/-f== 

- 2 --T;b) (b) 77>6 4 9 mg&tM - (3, 4 -S?*n 

n -7x. — )l) tf^'J 5 9 1 mg £/gV^i£M 1 ^^©SJSSf^SrfT'i wi: 
JC<fc»J, iai£^5 2 1mg§:f|fe G r©t>© £ ;* # 7 -;WCi8fl? U 2 
^*CDi&g&£#[Jx., 15«ffim tg&&3SJE©:£Ufc. J- 

£ft£4&3 9 7 m g LT^fe. ®ft*> 1 5 5 °C 

mmm 1 1 o 

(S) -1- (2- ( 1 -*^;i/>f ^ #V-;i/- 2 ->f ;b) (b) 
-4 ->f - 3- (4- (^-7 jt 2 ->f tf/^U^V) -2- 

yn;\V -;i/2J&^gj&5/2?Rfp#j 

[0 3 3 7] 



19 5 



ffi!£# 2 001-3106275 



#2000—018080 



Ut 1 3 3 ] 




[0 3 3 8] 

114^^19 2tHfe (s) -4-yiJi/^t*i/-2- (i-^^;i/>r^ 

&*J-h - 2 --r;i/) (b) 77> 6 4 9 mgW4 - % Vy- 2 

->f tT^U S;> 5 4 2mgS:)a^J6W 1 ^ra^OS/SSf^Srf?^ r fclCJ: 
«fi«Mft5 4 7mg$:||fe 0 * y -;WC&#U 2^* 

2 9 5 mg^iM H H B ^ ITHfc. Btj&> 160t 
S&SfeM 1 1 1 

(S) -1- (4 - (3, 4-S?»PP7i~^) H°^U^V) - 3- (2- ( 
5 -*^;i/;j-3r-fry-;i/- 2 ~^f;i/) (b) ft7x>-4-^j^^^/ 

) - 2 -7°D7\V -;i/ffc^Jg 

[0 3 3 9] 



19 6 



miE4f 2 001-3106275 



#2000—018080 



[ft 1 3 4 ] 




[0 3 4 0] 

MM^f£M9 5-ef#£ (S) -4-yji/i/';i/^^^-2- (5-*^-;i^3r 

W-fr- Ky-J (b) ^*7iLy 7 3 5 mg&tM - (3, 4 -i/ 

# n uy^—)V) n°^U i/> 5 8 9 m g zm^MMW l £ l«tf)M££^f^£?T^ 

, 2 M;c7)t£g& 1 5«#Lfct, ?M£^ffiW£L£„ 

y-;WCTm§||U #rffiLfegf B ^£iiiJfc, S £ <h &C J: *J mMit^ 5 2 

8mg?:MMai:b« 0 id j& > 2 2 5 °C (ftM) 
MMM l l 2 

(s) -l- (2- (5 -;*^;i/*-3r-fryr-;i/- 2 ->f ;b) (b) f->r:7 

x>- 4 -^;i/3f-3r ->) - 3- (4 - 7* U>- 2 ->f bf^US^V) - 
2 - yn/iy 
[0 3 4 1 ] 



1 9 7 



2001-3106275 



#2000—018080 



[ft 1 3 5 ] 




OH U 




[0 3 4 2] 

IiM^9 5T'Ht (S) -4-^'Ji/i/;i/t^r^-2- ( 5 - * ^;i^3f 
W-Jl- 2 --r;i/) ( b) f^7i>7 3 5mgM4 - (^:7# Vy 

- 2 - -f;i/) tf^U i/'>5 4 o mg fcffiv^Jfeflf l i:m^©^/Sift^S:ff -5 £ £ 

, «fffiLfc|gS«:at^ ««t 5 I i: IC J: »J ggffc^ 7 9 3 m g S^Hfeilgl 

£ LXmt=.o 1 3 8 - 1 3 9 °C 

HJfeM 1 1 3 

(s) -l- (4- (6 $uy- 2 -^r;i/) H'^U^V) -3- 
(2- ( 5 2 (b) ^y- 4 - J 

[0 3 4 3] 
[ft 1 3 6 ] 




19 8 



fttiE#2 001-3106275 



#2000—018080 



[0 3 4 4] 

JSW^i9 5Tfffe (S) -4->fVi/i?)V**ri/-2- (5 - 

->f ;b) (b) ^HrVaLyi 3 5 mg&tf4 - ( 6 - * h 3f 

S/f--7# U>- 2 ->f;i/) H°^U^'>6 1 7mg$:MVN||56Mi tmmftfcfoM 

mi 1 4 mg ITHfe. B&j&l 6 3 - 1 6 5. 5 °C 

1 1 4 

(S) -1- (4 - (3, 4-y^nP7i-^) tf^U^V) - 3- (2- ( 
4, 4-^7W^ > 7'J>-2-^;i/) K>V (b) y^y-A -4)\s~A* 
i/) - 2 -7°UAJ -)l 

[0 3 4 5] 

[ft 1 3 7 ] 




[0 3 4 6] 



IMi9 8tft (S) - 4 -^U is*?;]/***/- 2 - (4, 4-*;*^ 
Jlyt^-WV >-2->f;i/) (b) 77>9 3 3 mgStF4 - (3, 4 - 

n D7ii^) bT^U s;> 7 4 8 mg &J8^|&660! 1 £ Hfifc(Z)j£J&iftf£ 
■5 £ IC <fc »J , *aft#«S:8ltftjftl^lft i: IT 1 . 1 2 g^7c 0 
! H-NMR ( CDClg) 5:1. 41 (s, 6H) , 1. 45-1. 90 ( 
m , 5H) , 2. 12 (br. t, J = 1 2. 0, 1H) , 2. 41 (br. 
t, J=12. 0, 1H) , 2. 4 5 - 2. 6 5 (m, 3H) , 2. 98 (b 
r. d, J=12. 0, 1H) , 3. 14 (br. d, J = 12. 0, 1H) , 



19 9 



miiE# 2001-3106275 



#2000—018080 



4 . 05-4. 20 (m, 3H) , 4. 14 (s. 2H) , 6. 68 ( d. J = 
8. 0, 1H) , 7. 05 (dd, J = 8. 0, 1. 0, 1H) . 7. 17 ( d 
, J = 8. 0, 1 H) 7. 2 5 - 7. 4 0 (m, 3 H) 

MMM l l 5 

(S) - i- (2 - (4, 4 -*?*?-;iyt*ry-y*v y- 2 - 4 fr) *<y (b) 
Z7^y- 4-4 )i7t^-y) - 3- (4- 9 \yy- 2 ->f;i/) tf/^u^y) 

-2-zfUAJ-)V 
[0 3 4 7] 
[ftl3 8] 




[0 3 4 8] 



M»j9 8T'#fe (S) -4-yji/^;i/t^ri/-2- (4, A-V** 
)l**rVJV y-2-JJl) siyy* (b) 77>1. 25 g&tf4 - (:h:7# 1/ 

>- 2 ->f ;i0 tr^y 9 1 4 mg i i:ra«©Sjc5i!ftf^S:ff e> ^ 

*H — NM R ( CDClg) 6:1. 41 (s, 6 H) , 1. 80-2. 00 ( 
m , 4H) , 2. 19 (br. t, J = 12. 0, 1 H) , 2. 40-2. 5 
5 (m, 1H) , 2. 6 0 - 2. 8 0 (m, 3H) , 3. 00 (br. d, J 
= 11. 0, 1H) , 3. 19 (br. d, J = ll. 0, 1H) , 4. 05- 
4. 25 (m, 3H) , 4. 13 (s, 2 H) , 6. 69 (d, J = 8. 0, 1 
H) , 7. 17 (d, J = 8. 0, 1 H) , 7. 28 (t, J = 8. 0, 1H) 
7. 3 5 - 7. 4 5 (nu 3H) , 7. 65 (s, 1 H) , 7. 75-7. 8 
5 (nu 2H) 



2 0 0 



2001-3106275 



$#2 000-018080 

mmmi 1 6 

(S) -1- (2- (4, 4-^^f;i/^^r»!/'J>-2-^Jl/) Ky -J (b) 

y<?y- 4 ->f;i/^^r^/) -3- (4- (6—* Y^v-i-y^ u>- 2 ->f;i/) 
tf^U^V) -2-^py\V-;i/ 

[0 3 4 9] 
[ft 1 3 9 ] 




[0 3 5 0] 



M^M9 8#fe (S) -4-^iJi/^t*J/-2- (4, 
TT^r+l-yU >- 2 --f ^> V ( b) 77>9 3 3 mg&tf4 - ( 6 h 3? 

u>- 2 ->f tr^y y>7 8 3 mg zm^^MMM i fcfUEi^jRjGSift 

U *fmLfeilSaS:ai^, iltcj: »J^JBft^8 7 1 m g 

tLXmt^o M&l 3 3 - 1 3 4°C 

mmw i i v 

(S) -1- (4 - (3, 4-^DD7il^) bf^U^V) - 3 - ( 2 -X 

7-;i/:*;i/iftn;i//<>yr (b) y^y-4 ->f;i/ - 2 -yq^y -;i/jftaft 

ffe 1 /4 7KfD#? 
[0 3 5 1 ] 



2 0 1 



ffi!I#2 001-3106275 



#2000—018080 



Ut 1 4 0] 




OH k^k^wCI 



CI 

[0 3 5 2] 

i o i tit (s) - 2— ;i/-4 -yy s/s^a-* 
(b) y^y l . l 5gM4 - (3, 4 -s?#nn ^m— bT^u 
i?>9 3 6mgS:fl§v^|gJ6Ml |i38i<OMJC&tlf£&f?3 r ic «fc *J , M&M^ 

1 5^i#bfet, mmzffifr'gizLf-o ss&r-fe h>-x— ^wc-rms 

HU «fmLfc«gii£atJR, KiltS i 1 1: J: y Slft^ft 7 3 4 m g SrjlSfilg 
ITffe. flftj&l 3 5 - 1 4 0TC 

mmm i i 8 

(S) -1- (4- (3, 4 :n-;i0 bf^U^V) - 3- (2-32 
^^^^Ah — V (b) 4 JlTt^ris) - 2 --furtJ -)V 

[0 3 5 3] 
[ftl4 1] 




[0 3 5 4] 



2 0 2 



2001-3106275 



#2000—018080 



mft&f&M 1 0 1 "emit (S) - 2 — X.?-)lX)lfo-)l- 4 - >fV i/V)\t**rt/ 
^>!/(b) 75>1. 15g^4 - (3, 4^^7i-;b) t^V£/> 
7 6 1 mg&MV^JSMl £ mm<D *ft O Z £ IZ «fc U , ^jg-fb^Srlt 

it 8 2 7 m S mr=. a 

1 H - N M R (CDC1 3 ) 8:1. 34 (t, J = 8 . 0, 3H ) , 1. 4 
0-1. 95 (m , 5 H) , 2. 13 (br. t , J = 12. 0, 1 H) , 2 
. 22 (s, 3 H) , 2. 24 (s, 3H) , 2. 4 0 - 2. 7 0 (m, 4H 
). 2. 96 (br. d, J=12. 0, 1H) , 3. 14 (br. d „ J = l 
2. 0, 1H) , 3. 30 (q, J = 8. 0, 2H) , 4. 0 5 -4. 2 0 (m 
„ 3H) , 6. 75 (d, J = 8. 0. 1 H) , 6. 96 (d, J = 8. 0, 1 
H) , 6. 99 (d, J=12. 0, 1H) , 7. 17 (d, J = 8. 0, 1H 
) 7. 39 (t, J = 8. 0, 1 H) , 7. 66 (s, 1 H) 

1 1 9 

(S) -1- (4 - (3, 4-y^Dn7x-;i/) tf^U^V) - 3- (2- ( 

N, N-^^f ;b^;i/77€>r;b) (b) y^y- 4 -4 Ji^^ri/) -2 

--jus*; -jimmi&3/'2fcwgB 

[0 3 5 5] 
[ftl4 2] 



[0 3 5 6] 

1 0 4 (S) -2 - (N, N-^fM^??^^^) - 

4 -^U (b) 75> 6 7 7 mgW4 - (3, 4-i/^U 

D7i3) hT^U i/'> 5 2 4 mg £J3V^5&M 1 £ ^«©Sj£i8f£ 3 ^ 
CA'J, MfeM^SftS: 1 . 0 1 gf fe. ^C0*(Z)£* # 7 -;wc?§ft?u 2 



i 



o=s=o 




2 0 3 



miiE#2 001-3106275 



#2000—018080 



&m<Dm.m*ija%.. lswiitt. mm^m&^^ht=. 0 

g5:*fel5 a B Bi:Ut#t 0 Sfe * 2 2 2 - 2 2 5 °C 
HSfcM l 2 o 

(S) -1- (4- (3, 4-';'^f;i/7xi;i/) H'^U^V) - 3- (2-31 

;i/^>V (b) 7^ >- 4 -^;i^=fr ->) - ~)v 

[0 3 5 7] 
[ftl4 3] 




[0 3 5 8] 

MWJi0 4t'Hfe (S) - 2- (N, N-i/^^-;i/^;i/^y^-r;i/) - 

4 -^y S/^;i/^-^rS//<>!/ (b) 77> 6 7 7 mgW4 - (3, 4i/^f;i/ 

tr^y ^>4 3 1 mgitm^mmm 1 fcra«©SJfoi*^£fT^ 'fcfc 

T*#£o 4 6 - 1 4 8°C 

121 

(S) -1- (4 - (3, 4-^DD7i^) bf^U^V) - 3- (2- ( 

5 -x^;i/^-^ij-V-;i/- 2 ->f;i/) (b) y^y- 4 ->f;b;f:fr»/) - 

2 -^p/w -;i/J&^gJ& 

[0 3 5 9] 



2 0 4 



2001-3106275 



#2000—018080 



[ftl44] 




[0 3 6 0] 

MW&f&W 1 0 8 T-^fe (S) - 2- ( 5 -X.?-)l*3rVJ-)l>- 2 ->f;i/) 
-4 -yji/S;;i/*^rS//<>!/ (b) 75>5 0 0mgM4 - (3, 4-^/^ 
D D7x-;i/) tf/^'J £/>4 0 3 mg fcffl^iyfcM 1 fcHfiitf^jEifttfs&fT^ r 
M^|ftl:8 5 4 mgffe. * (7) £ ;* # J - JlizmM U 

-;i/(ctsMh^l, «fmufejeas:»«i, ^m-t^^tuz^^mmit^mA a i 

mg Uft l»j&2 3 2 - 2 3 4 °C 

l^feM 1 2 2 

(S) -1- (4- (3, 4 H'^U^V) -3- (2- ( 

5 -X^;i/*-:fr-frl/~;i,- 2 ->f ;Q (b) y^y-A -J - 

[0 3 6 1 ] 



2 0 5 



mtE#2 001-3106275 



#2000—018080 



[ft 1 4 5 J 




[0 3 6 2] 

MMMl 0 8T#fe (S) -2 - ( 5 -H?-JV*3r~y-^-]V- 2 --f;iz) 
-4 -^U is VJl** (b) 77> 5 0 0 mgaO'4- (3, 4i/^f 

il/7i^I/) fcT^y i/'>5 3 l mg Zm^^MM l iiiwfa©^^^^?:^ ? 

fr-mm^h-vj ^ji^-^ji (2 : 1 : n ^-^^uctsmiil 

, #rffiLfe*££&aiJfc, fgi t S 1 1 ta 'J Slft^i 4 6 8 m g & fe^f 9 
£LTf#£„ 8&,&8 6 - 8 9°C 

mmm 123 

( S) -1- (4 - (3, 4-9'^DP7x-;i/) fcf^U^V) - 3- (2- ( 
5 ->r V-fU bf;i/- 1 , 3, 4 ->f3r-9-$;7l/~;i/- 2 ->f ;b) (b) 7 

^ > - 4 --Y;i/^-^p->) - 2 -^nA; 1 ?Rfti% 

[0 3 6 3] 



2 0 6 



ffifE# 2001-3106275 



#2000—018080 



Ut 1 4 6 ] 




[0 3 6 4] 

(s) - 2- (4-^'Ji/i/";^dri/^>^ (b) -y^y- 2->r ;b) -5->r 

V^ntf^-l, 3, 4 -*^r"9-s;r !/-;!/ 0. 6gM4- (3, 4 - V V U 
D7xUI/) tf/^Ui/>0. 4 6g^ffll\ HifcM 1 fcl^»<BjRJGSii&tfs*:f?"2> - 
£ IC J: U #Ptfi$!> 0 . 7 5gWc. JltiSrX* 7 -;WC?§J!j?U S?** 

■9- flfasLfcaeii&aMsu fg^^rh^ i y^s^^o. 4 8 

g?:aMI^LT#fe. flftj&l 4 2 - 1 4 4°C 
HfifeM 1 2 4 

(S) -1- (4 - (3, 4-'^DP7xijl/) H'^U^V) - 3- ( 2 - ( 
5 -y x.-)l- 1 , 3, 4-Wy7';-;i/-2-^Jl/) (b) 77> 

- 4 -JfrTt-**/) - 2-y°UAJ - JVi^m^. 

[0 3 6 5] 

[ft 1 4 7] 




2 0 7 



ffifEff 2 001-3106275 



#2000—018080 



[0 3 6 6] 

(S) -2 - (4-yji'^>r^M>y (b) 77>-2->fM -5- 
7ir.^-l, 3, 4-^^f*i?7i/-;i/0. 60gM4 - (3, 

v>mwL&Mx.* m&Lfci&m&mm. ftm-t zzmzi: o. 6 5 

g SrfifeJgSi: ItH^ 8L&2 2 0 - 2 2 2 °C 
1 2 5 

(S) - l - (4 - (Ky yr (b) 2 ->f hf^y ^V) - 3 - 

(2- (5-^^;i/-i, 3, 4 -^-fr^y 2 - >f ;i) /Qyr (b) 

y^y- 4 ->f - 2 - ^ d /w - ;n&^gJ& l / zi^mm 

[0 3 6 7] 
[ft 1 4 8 ] 



[0 3 6 8] 

(S) -5 - (4 -^U S/S;;b^-^rS/K> V (b) 75>-2->f^) -2- 
3, 4 -tf^fiJ-^TV-^O. 4gM4- (/0>;(b) f^7 

0 g LT*#fc. jftj& 1 9 0 - 1 9 2 °C 

12 6 

(s) - 2- (4 - (3, 4-i?^Wx^) tf^y^y) -1- (2- ( 




O N 
)=N 



2 0 8 



2001-3106275 



#2000—018080 



[0 3 6 9] 
lit 1 4 9 ] 




[0 3 7 0] 



(S) -5 - (4-^'Ji/i/Vl/t^i/^>y (b) 77>-2-^;i/) -2- 
*7-;i**W-)l0 . 6 0g&£>*4- (3, tf^Ui? 

. |Rj& 79-8 It 
1 2 7 

(S) -1- (4- (2, 3 - Kn - 2 -*-3ry/QX>f ^ #*J-Jl>- 1 - 

^'jy;) - 3- (2- (5-*^-;i/-i, 3, 4-t^^7';-^ 

- 2 ->f ^) ( b ) y^yy- 4 ->f^t»'» - 2 - ?UrtJ - )V • V U 

[0 3 7 1 ] 



2 0 9 



2001-3106275 



f 



#2000—018080 



[it 1 5 0 ] 




[0 3 7 2] 

(S) -5 - (4 -W t/V $"<yy* (b) 77>- 2 --Ob) -2- 
3, 4 -^-dr-9-i/T!/-;H . Og&04- (2, 3-i/tFD- 
2 -jf* V^>X-f ^ 1 ->f;i/) tf^U^>l. 0g£/gv\ HJfeM 

^ift 1 . 6 8 g £$tjitfeM!l£ LTf#£„ 1 7 8 - 1 8 0 °C 

mmm 128 

(S) -1- (4- (3, 4-^7il/tP7x-;i/) bf^U^V) -3- (2- 

( 5-^^;i/-i, 3, 4-t»»s;7 > y-^-2->f;i/) ^iyy* (b) 7^ 

[0 3 7 3] 
[ftl5 1] 




2 1 0 



ajfl# 2001-3106275 



#2000—018080 

[0 3 7 4 ] 

(S) -5- (4 -yij i/i?J]/**ri/'<>\r (b) 7^>-2->T;i/) -2- 
3, 4 -tfdf-tf-^y ^/-;n . 0g&?>*4- (3, 4-^7;b*n 

%i. 7g^Hfe„ iti-fer-fe h>tc?§»L/, p - h;bx>x;i/^>^$:ijij^., 

LXmtco H&8 0 - 8 2°C 
1 2 9 

(S) -1- (4 - (3, h**/y3L—Jl) tf^U^V) - 3- (2- 

( 5-^^;i/-i, 3, 4 -;f ^-fr^'y ^7-;i/- 2 ->f;b) (b) 7-7 

>- 4 -4 n,** */) - 2-y°n/i;-)i 

[0 3 7 5] 
[ft 1 5 2 ] 




[0 3 7 6] 

(S) -5 - (4 -ff\) i/*?J]/yt**/'<>\/ (b) y^y-2-4JV) -2- 
3, 4-m^7!/-^0. 9 0gRXf4- (3, 
2/) tT^US?>0. 9 0g£MVV IgJfeM- 1 £M«©j5JG&tft'f£S:f? ?3£{C «fc 

^-NMR (CDClg) : 1 . 78-1. 95 (m, 4H) , 2. 16 ( t , 

IH, J = l. 8), 2. 41-2. 60 (m, 2H) , 2. 6 2 - 2. 4 9 ( 
m, 5H) , 3. 00 (d, 1H, J=ll. 2), 3. 17 (d, 1 H. J = 

II. 2), 3. 86 (s, 3H) , 3. 90 (s, 3H) , 4. 15-30 ( 



2 11 



2001-3106275 



#2 0 0 0- 0 1 8 0 8 0 



m, 3H) , 6. 7 0 - 6. 8 3 (m, 4H) , 7. 22 ( d , 1H, 8. 3) 
, 7. 34 (t. 1 H, J = 8. 3), 7. 61 (s, 1 H) 

mmm 1 3 0 

(S) -3- (2- (5-^;i/-l, 3, 4-^jr»^7';-il/-2-^^) 
(b) -7^y- 4 ->f;i/^-^r->) -1- (4- (1, 2, 3, 
bKPf7j?l/>-6->f;i/) tf^U^V) - 2 -yn;V -;i/%Bft% l /4 tK 

[0 3 7 7] 
[ft 1 5 3 ] 




[0 3 7 8] 



(S) - 5- (4-^'J5/*;^t^J/^>!/ (b) ^^>-2--r;b) -2- 
*^;i/-l, 3, 4 -Thdr-^i/T 1 . 0g&tf4- (1, 2, 3, 4 --r 

\Z £ *J mmititm 0 . 3 6g$:lM^^Ltf fc„ 19-12 1'C 

1 3 1 

(S) - 3- (4- (1, 4 -s<y^JP*3r-V'y- 6 - J }l) bf^U^V) -1 

- (2- (5-^;u-i, 3, 4 -^-^-tf^T V-;t/- 2 -^r;i/) (b 
) y^y- 4 ->f ;i/>T3rS/) - 2 -:?n^/-;i/%Bfe&i /2>fcfp%j 

[0 3 7 9] 



2 12 



ffilE4f 2 001-3106275 



^2 0 0 0- 0 1 8 0 8 0 



Ut 1 5 4 ] 




[0 3 8 0] 

(S) -5 - (4 -W i/V)l*3ciy<yV (b) 77>-2->f^) - 2- 
1, 3, 4-^3ffi;7y-jH, 0gM4- (1, 4-K>^/^^ 

«fc »j«MK4& i . 4 5g^it 0 z.ti&4 v^qa; -;wcis#u % 

&mo. 9 5 g§:aM H B 9 i: LXmf~ 0 m& 1 6 4 - 1 6 6°C 
Hlfl 13 2 

(S) -3- (4- (1, 4-/<>yyt^»>-6->f^) tf^U^V) -1 
- (2- (5-x^-;i/-l, 3, 4-tJrf^7';-;b-2-^Jb) (b 

) -^jv^t^y) - 2 -rfuxj -;i/%Bfrfe i 

[0 3 8 1] 

Cfb l 5 5 ] 




[0 3 8 2] 



2 13 



miiE# 2001-3106275 



#2 000 — 01 8080 



(S) -2-X^-;i/-5- (4 - i/i/;b^-^ri/^> V (b) 77>-2- 
>f;W -1, 3, 4-t^->7V-M. 0g&t>*4- (1, 4-/^>V P > ? ^- 

(i:i) M^mmcmML. t&it*mv**vymm*m7L. #fmu 

„ 8t£, 2 3 8 - 2 4 Ot 

mmm 1 3 3 

(S) -1- (4 - (3, 4-^^DP7xi;i/) t^U^V) - 3- (2- ( 

5 ;i/7 ^ J - l , 3, 4 -*-3r-fr*;7vf-;i/- 2 --f;i/) Ky V ( b) 

y^y- 4 -^r;i/^-^rS>) - 2 -^p/nv 

[0 3 8 3] 
[ftl5 6] 



[0 3 8 4] 

(S) - 2- ;i/T^/) -5 - (4-^U^^Vl/tdri/^>y (b) 

-y^y- 2 --r;i/) -1, 3, 4-t^ti/7 1 /-;i/0. 65gW4 - (3, 

4-i;?D0 7i^) tT^U^^O. 65g5:MV\ HIM 1 t ^ff fflHl^i 
ftfrfio Z\tiZ <fc 'JSSffcl^O. 3 8 g Zm&ffi&t. LT^7c 0 j|6* 2 0 9 - 
2 1 11C 

mmm 1 3 4 

(S) - 3- (4 - (3, 4 - V9 D □ 7 31— tf^U^V) -1- (2-7 
thbF7^7>!jJl/^-M>y (b) -y^yy- 4 -^r;i/^-^r->) -2-^n/\° 
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J-Jl 
[0 3 8 5] 
lit 1 5 7 ] 




[0 3 8 6] 

mft-etf&m i o 9 xntcw - (4-hkd^m>i/ (b) 75>-2->f^ 

A^/K-^/) 7thtK7i/'K2. 5gi: (S) -?Vi/&frJi/]s-h2. 3 
g5:i/7mM7U*30mlML, »UfA3. 3 g g 

L> *tfe«W»0. 7g^fe. ;i<Z)&tf)£4- (3, 4 -y^nD^ai— ^/) 
bT^U Vy^% % J ~JV 1 0 m 1 lCjgfl?U 3 ^rWiD^jgfflgUfc. #£P^ 

mt=. a mM.i s o°c (ftM) 

! H-NMR (DMSO-dg) 6 : 1. 7 2 - 1. 8 8 (m, 4 H) , 2. 02 
(s, 3H) , 2. 14-2. 17 (m, 1 H) , 2. 3 9 - 2. 5 5 (m, 2 
H) , 2. 64-2. 66 (m, 2H) , 3. 02 (m, 1H) , 3. 18 (m 
, 1 H) , 4. 13-4. 20 ( m, 2H) , 4. 54 (nu 1 H) , 6. 0 
5 (bs, 1H) , 6. 87 (d, J = 7. 8, 1H) , 7. 0 6 - 7. 0 9 ( 
m, 1H) , 7. 24 (d, J = 7. 8, 1 H) , 7. 3 2 - 7. 3 9 (m, 3 
H) , 7. 79 (s, 1H) , 9. 92 (s, 1H) , 10. 50 (s, 1 H) 

mmm 1 3 5 

(S) - 3- (4 - (3, 4 -^'^PD7i-jl/) tf^U^V) -1- (2- ( 
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1, 3, 4 -Tt^WT !/-;!/- 2 -4)1) ^> S J ( 
b) -7=?y- 4 ->f;i/^-^r^/) -2-^n7V-;i/ 
[0 3 8 7] 
[ftl 5 8] 



O^N 




[0 3 8 8] 



5 -x. */jt])i7&-)]/- 2 - (4-tKn*J/^>y (b) 
ji) -l, 3, 4-tJpfi/7y-;i/2. 5g£ (s) -y; 2/2^^/7 s/u- h 

2. 3 g&^fMM75 K3 OmllC^b, ££Bft#U#A2. 45g$: 

an*, mux* i 4f%mMWLt=. 0 »iif;bi!ia}ifc. 

«JE«»U Hfejgai. rix&^f ;-;i/20mit:i^i, 4 

- (3, 4-i>^nn7x^;i/) txut>">l. 2g?:il 2 NplSIinl»3aSK L 

? □ n*;i/A/* * j -ji) izxnm-t^^tiz^v. mmit&%n. 5g« 

SIStlfc) »/&l 6 0°C (#8?) 

^-NMR (CDClg) 6:1. 71-1. 89 (m, 4H) , 2. 14-2 
. 20 (m, 1H) , 2. 4 5 - 2. 5 7 (m, 2H) , 2. 6 4 - 2. 6 6 ( 
m, 2H) , 3. 02 (m, 1H) , 3. 18 (m, 1H) , 4. 11 ( s, 
3H) , 5. 05 (bs, 1H) , 6. 77 (d, J = 7. 8. 1 H) , 7. 0 
6-7. 09 (m, 1H) , 7. 24 ( d , J = 7. 8, 1 H) . 7. 32-7 
. 4 3 (m, 3 H) , 7. 8 5 ( s , 1 H) 



5 b3ri/fi)ltf — )l- 
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mmm 1 3 6 

(S) - 3- (4- (3, 4 - V>? P □ V m — bf^U^V) -1- (2- ( 

5-hKpjp->^f;i/-i, 3, 4 -2f-^»^y 2 -^f;i/) ( b 

) yyy- 4 -4 - 2 -^p^y 

[0 3 8 9] 
[ft 1 5 9] 




[0 3 9 0] 

^iI13 5Wc (S) - 3- (4- (3, A-VVUUV aL—)b) fcT^U 

i/V) -l - (2- ( 5 h#S/#;bJK— l , 3, 4 -Hr*rWT ^J-)i 

(b) ->( - 2-^n;V-M. 3 

g^THF20ml IC&JgU MTT'Ifl L bTKSHfl:* U ^ ? A 6 0 

mmM^m^mm-rbv^^x^m^^ rail, 2g*m=. 

) izxttW-t §r ^icj; y, saMioomg«fMSi:Ullfc 0 it 

* 1 5 8 - 1 6 0 °C 

X H-NMR (DMSO-d 6 ) 8 : 1. 6 2 - 1. 7 2 (m, 4 H) , 2. 09 
-2. 15 (nu ZH) , 2. 5 0 - 2. 5 5 (m, 2 H) , 2. 99-3. 0 
8 (m, 2H) , 4. 08 (m, 2H) , 4. 21 (m, 1 H) , 4. 75 ( d 
, J = 8. 0, 1 H) , 4. 96 (b s, 1 H) , 6. 01 (t, J = 8. 0, 
1H) , 6. 92 (d, J = 7. 8, 1H) , 7. 25 (d, J = 7. 8, 1H 
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), 7. 33 (d, J = 7. 8, 1H) , 7. 4 2 - 7. 5 3 (m, 3H) , 7 
. 8 0 ( s , 1 H) 

mmm 1 3 7 

(S) - 2- (4- (2 -T-fe h^r->- 3 - (3, 4 - ^^ DP 7i-jl/) 

U^V) fcf;v^-^r->^>y (b) y^y- 2-4 -5-y>5Qi/-i, 3 

[0 3 9 1 ] 
[ft 1 6 0 ] 




[0 3 9 2] 

(s) -1- (4- (3, 4-i/^nn7iiji/) tr^u^V) - 3- (2- ( 
5-y^;b-i, 3, 4-t^^7 , ;-JH2-^;i/) (b) y^y- 

4 -4 Ji**y) - 2-^n;i;-M. 0 g & t: y s; > 2 0 m 1 is <fc 

„ 1 6 3 - 1 6 6TC (ftM) 

[0 3 9 3] 

1 

*mmt^%!>(Do%-mn ( 1 ) -e^ti-Mb-s-^js 0 mg £sl*8 9 smgi: 

h y=tuni/7 1 yy°y 4 5mg, t Kn yy°u tr;i/iz;i/n 3 mg t.M&%& 
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2 4 * y i>zL(D#iCii-r o 9/19 3 m gfeitf^fT U >87^* 1 
m g hint, Ei9mm0ttl:i^tli2 0 0mgMJ5:#S„ r<Z>*IM 

[0 3 9 4] 

M. D. Hal 1 ?)©^ (J. Neurochem. 4 4, 1 6 8 5 - 1 6 
9 6 ( 1 9 8 5)) CiCt^i^ftofc. 

Stjgfl^LTfcV^fe^y hil^lli® 2 0^^© 5 0 mM T r i s -H 
C 1 (P H 7. 4 ) rpVfc^V-i-J XL, jfc^t?*- b& 5 0 0 Xg7?l 

O^ISM^Lfeo *©±i&4 0 0 0 0 X gT? 1 O^ISMU tfcHE & 3 7 °C T? 
lO^n^^^ra^-Mfct, 4 0 0 0 0 XgT'10»&lfe. £ibtC, 
*tigtC2 Ofg^tf) 5 0 mM Tris-HCl W&WL ( p H 7 . 4) £#H;iTtfv 

^ s;-*->f XL, 40oooxgT-io ^p^fr L fc„ ftitfc i o o m&e> 1 

mM M n C 1 g Sr^tf 5 0 mM Tris-HCl ( P H 7 . 4 ) £#[J 

fct>CD£IK?&£ Lfeo 9 6wel lffl^l/-MC2 5mlffl 
mWLltlNX-, 2 5 m 1 (D ( 3 H) - 8 -OH-DPATM (ft^JRS 
2nM) £#[Jx., 3 7tt^l/^>dra/<-i/3>ltfc^fclI$:0. 4 5m 

B^7X7^ ;i/*-"ratifiL, 5 0mM Tr i s-HClifl (pH7. 4 
) T* 5®:7-f ;i/#-£$s#L7c 0 7-f;i/^-(C^ofcMi^TopCount 
ICTiKfJtLfc. ^-^M^MtCiiO. 0 0 5NSi25mU, £fc#M#JSl#*g 
^M(Ctt25ml©WAY- 1 0 0 6 3 5 (tHIUM) 
fc>UfC#[JX.7cfe©£MV^Co fctt##MW^®i^(i q u a d 

ruplicate, iflSJtW: d u p 1 i c a t e T'fioto 

I C 5Q « 2 ^ffiM&SrM^TJIffiL, ^tl^tl©lt»©K dft*>e,TIS© 

K i = I C 50 / ( 1 + C/K d ) 

i c 50 : 50 %%s&mwmm. c •. y wmm 

[0 3 9 5] 
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H a b e r t , E. <b0)Jj& (Eur. J. Pharmacol. , 118; 
107-114 (1985)) izmVTU.gk&ft-Dfz.c 
<yv h*Mft£*#L£ 5 Ommol/L Tris-HC lift (p H 

7. 4 ) cfiT^u h n yvft^i/j-j x-r-5,, loooxg, io^ 4x;©i 

±^$:gfIC03S^^#-t o 4 0 0 0 0 X g> 2 0^ 4 °C 
£g#£f?V\ Vcmz. 5 0 mmo 1 /L Tris-HCl WlWWL (p H 7. 4 ) 
ZMX-Mffi-tZo 3 7°CT* 1 05M y3c=i.s<- N^, 4 0 0 0 0 Xg, 2 0^, 
4 °CC7)jt;i>l8^£fT W 12 0mmol/L NaCl, 5mmol/L KC 
1 5 0 mmo 1/L Tris-HCl MffiM ( P H 7. 4 ) {C^fg-TS 

. (rati© i o omiz^m) ztizmmtLt^* ^mmumzizmmmo 

. 2 nmo 1 /HZmWllsfc ( 3 H) 7\° □ ^p-fe^- > h 2 5 °C T? 9 O^^^^X^ 

0 ^mo 1 /L£>7;i/3K3f-9-^ >£MV^ 0 -fe;UA-^X # 0. 1 %aK 

Lfc50mmol/L Tris-HCl IffiS (pH7. 4) 3mLt3 
El^t-So 3 plat e {ZTttMMffi&ZmfeLt=. 0 

m&mi* 2©I5*, ##§BM:i^tf)5 -HT^ggM^feitfb -H 
T h^>X^-#-i^f>t^fC*f--t£WK i Mii, 0. 

[0 3 9 6] 

8-OH-DPATC J: £f«{BT &C#f f S ^ttl^CO^^M J: *J , 

. d d Y V* CD W.mU$:. tV9 ^ X * -j&gff- (K N - 9 1 

, £JBv^iR!l5£Lfe (M) o *<b&. S*Mfc^8f&ign&5^tt# 

lng#l, -g«lC8-OH-DPAT lmg/kg§:^TS#l> 3 
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H»J3CDj^, *ftmit&$BltO. l~10 0mg/kg(7)iPMiao 
T, 8 -OH-D P ATX'Bl^mz. $tl-5^?S<£TiCfgm-tSr h\Z «fc U, 5- 

[0 3 9 7] 

(MM : i&tttf--;i/, -fe : : 10cm, HfS : 2 5 c m 

, yfcSS : 15cm, : 2 5°C) ICAtl, 6^181©^^ hUff&ffo fc» 

^X^A/MJTK&^tfr^n ( m) -a-Ut>fX>^ : V i d e o i 

mage motion analyzer (AXIS series) /(T 
ARGET/7 M) ) £M^T, fcifrffiitb 2 - 6 &<D 4 &m<bMm&m<OlRtir& 

ttmt. #IS©0. 1-1 OOmg/kglPg^Ciot, ^StC&SfrBfriaS: 
JfilBSitfe. ^©iili^ #!8Effc^4&ttt£#<0 S S R I Kit^. 

[0 3 9 8] 

(ocd) , rt-ytmm. tt^s»§ (s o c 

ial phobia), ^:Sf5'f£^'f§KilF (seasonal affecti 
ve disorder), Jg^3£> /M^Sfr^, ^MfcftX h 

(ptsd) , j&szmfk. nmm, m**p. r^v^^^-m. mm 

l^JfilJEE^, WBiKW, 7Y-f-f>^fat-^- (feeding d 
i s o r d e r s ) , ^MM^Mf? (PMS) , «fc tftt l#MS> 

3**1 tf> ^ <b t>* iC £ § MS, K ^ ^* ^ £18 ^ CO fC £ V n X % 
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[mm 
[it i] 
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ffi m A 



-ft m 



ffiftm^ [000006725] 

1. ^Jg¥J?B 1 9 9 0^ 8^150 

2. 2 0 0 0^ 4 if IB 

ft m W^W*E¥W2TS 6#9^ 

ft £ ^ai>n/7T>r K*^*t 

3. ^Jg^^H 2 0 0 1^101 10 

ft m ^IS^^^rf?*^:K¥tFBT2Tg 6#9-^ 

ft £r H^^;i/7T-v#ci^*± 

4. SESg^H 2 0 0 1^1 on 10 

ft ffi ^if^W*^BI2TS6f 9f 

ft i& =I^xjb7 7-7i^|± 
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